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M*3(l] A (1) 



^^O^^iv^o ) Tre&£*LTV*& 0 ) &:ti*UR 2 {i> 7fcltiiCi\ Ci_6 

C 6-18^ 'J -fr&Xl*W ^**«I*U R 4 (iC 6 _l87U -/V2kX.I±tf V ^ 
(»c 6-18^ y-^aslSttfify^lfett, tK®^, #;v*Mr->;v 
Ci_67^3^'>*^#-^*> X(CYZ) n C02H (5£>K X(±CH 2 , O. SXii 

nr5 (r5(±, T^mm^ C1-4T **$*mx.i*CiueTA>*A>*»' 

3 T^^>H6**l*L. ntiO. 1, 2X&3 OB&t&o ) X»±NR6r7 (g£ 
l±Ci_6Tfl/*^#;v#-*£&*l*-r*o ) T?tt*^«tfc*tLTV*Tt £v> 0 

[IM&®2] R 4 ^ ^hn^am^^C6-i87 , ;-^t?*>^>it^ 
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[W*^ 4 ] R4^\ * ;V^^f v A'm'CW&Z fltz C 6 _i 8 T V - 
h m$OR 1 let© tf ^ Vn Xfc^, Mb^t^MIItt^ K 9 y t 

[fflNfcg5] R 4 #\ X(CYZ) n C02H (sfcsK Xf±CH 2 , O, SX*iNR5 (R 

Sr*I*1-So ) fcttBfcU Y&tfZtt^ft^W&fl:^ jfcftjg^Xti Ci_3 T^^r 
/^fcAifcU nteO, K 2Xii3 *1&fc+Z>o ) tfjfe$ fltz C 6 -18^ V- 

[W^6] R4^\ NR6r7 R6^tKR7(i^n.-Pta435:^. tK 

5tM3\ Ci_6T^^;v*3ll±Ci_6T>l/^^55r^#->HI«r*i*i- 

[If** 7] 5$ (2) 
[ft 2] 
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_ 3 7;v*;v£. Ce-is^'J -fr&xa^v s^^fcttScU Riii±C6-i87U- 

;vafeXtitfy^3fe C 6-18^ V-^&t^'J v;vgfi, 7kBfc2k ^M^i 
, Ci_ 6 7;V3^y*;V^^ X(CYZ) n C0 2 H XtiCH 

tiNR6R7 (g^rK R6^tFR7(i^-tt-eta42:^> TkSflETs Ci_ 

o 

8 ] R 11 ^ - h n ST^em $ *Lfc C 6 _ 18 T 'J - ;V*T*& * 

& & 7 fBm<^ h n > 3K#a."f - > V -fe -fiHkffcSflo 

[f^l 1] Rll^\ X(CYZ) n C0 2 H X(±CH 2 . o. sx^nrs ( 

- & & St ?M 7 1 B«o hn^»f>Hr^- fete'ftaj o 

Mt#*l 2] RH^NR6r7 (5^ R6#t>*R7&**LW&ja:K, tK 

[it^i 3] m*&7s w#*8. »#*9, o> 1 
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-*^tT5tjflL#«> g^ttfiE«> ©RswmiiSLodWfe* mmzmMir&z. 
i fc $ *u jiiL««f J»«MMt . ^ a« * > mmi * mam $ 

2 , #lfcfc»t 3 RlWttXK 4 #B$ 0 ) 
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» 1 9 RTm&lF&tt 4 7 #Io ) 

9 ^ ;v 7 * - ;v^-emm $ ttfc e 7 7n Wfc^W^ $ ttt v> & 0 ( 

[0 0 0 3] 

#M¥ 1 0-7 2 4 9 

H^KS-Hfl 1196/40750-^ > 71/^ 

@B&&I»*96/40189^ >7l/^ 

S^<2r^^98/25965^>° >7Uy Y 
5 ) 
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WOTWtfc 1 1 

Microvasc Res 1999 :58,p. 108-113 

Circ Res 1999:84, p. 785-796 

Blood 2001: 98, p. 71a 

Huaxue Xuebao (2001), 59(9) p. 1495-1501 

mmwxm 5 ] 

Synthesis and Reactivity in Inorganic and Metal Organic Chemistry (2000 
),30(7) p. 1265-1271 

Polyhedron(1997) , 16(11) p. 1825-29 

mmwmm 7 ] 

Arzneim-Forsch (1969), 19(10) p. 1721-3 
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[0 0 0 7] 

mm imvk-rzfctb <o^m 

[0 0 0 8] 

ip*>, *#&Wi5£ (i) 

[0 0 0 9] 

[ft 3] 

«*3 H R* 



[0 0 10] 

Ri{±, c 6-187 y->HfX»ivrv (mc 6 _i 8 t';-;v*&^ 

$*L-CV*Tfc iv>o ) T-S^^tLtv^o ) fcStBfcUR 2 ^ TfcHJiCTs Ci_6 

r;v^;v*> 7 •y^MT--ettm$tt/iCi_3T;v^;^x«C6-i87 i ; 
cq-istv -**x«:ey ^**«*u r 4 {±c 6 _i 8 t i ; -/ntxtttry * 



ffi|E# 2003-3102441 



M 2002-296468 



^-v: 9/ 



3fe, Ci_ 6 T;V3^v*^^-^S. X(CYZ) n C0 2 H (5£*. XteCH 2 > 0. SXf* 

) ^WSo iiU RlWf^nn7x^vi, /i7^an7x^vS, 
t^f^t;v7x- ;i/^Xi±^ 7^fJV7x- ;HfeT?£> 0 R-o R 2 #M ^;v*-e 

-r&&?>T-&*K X. 5£ (2) 
[0 0 11] 

lit A} 

if 



[0 0 12] 

[5**, Rs^ce-isT'J-^XJitf^^^* (mc 6 -i8T , ;-;v*®.i>*tf i ; 

Ci_6T^3*">*^#-^ X(CYZ) n C02H (5£*> X^CH 2 > 
Ox SX(iNR5 (RSti, tK&IS^ Ci_67;V^r;V^ * C i_ 6 T 
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^XttCi^T/l'*/l'***l*U nttO, 1> 2 3U± 3 £SBfc"t£o ) Xf±N 
R6R7 (5£pK R6^^R7(i-ett-PtL3(a^lC. Ci_ 6 T 

[0 0 13] 

ft, a^^99/11262-t/N°>7lx^ h (#^tf 18) , SRK2rW&01/345 

& £ fix v > & ^ 3:Hf&93 <o t? ^ V n > <fc ^ (;ov»*c<D & I fi|£ & & £ *l 
T£<b1\ X, 3jcffil&Wt4. H^<Zrffi^99/11262-f-/N'>7 V-y h OftBfcfcllfcl 8 

) , mm&mnoimsss^y? w y {mwxmi 1) wmm^mz/^ 

o 

[0 0 14] 
[0 0 15] 

ft> *5&9I* TnJ TiJ tt>f v* TsJ fi-fe:*/ ~& ItJ it 

^_- >Jr v>-£ p c j (ii/^n^ ToJ liXJVYZ TmJ fip<*£ TpJ li^'7^t 

RfcU TPhJ Ii7x-;K TPyJ lifcry$>/K TNaphthylJ te^y^K TMeJ 
fi^;w TEtJ ti^;K TPrJ liyn^;K TBuJ te-7^;v£^M-&o 
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[0 0 16] 

tr. em^R 1 , r 2 , r 3 , r 4 , r 8 , r 9 > rior^r 11 ^**** 

[0 0 17] 
[0 0 18] 

_ 6 7mituit ±ia^Jnx.> n--/^;w s-"7*^;w t-^f- 

/K c-7^>>K l-^f)l/-c-^nt';v, 2-p< ^;W-c-7'n tf/K n-^>"?-;K 1-^ 
f-^-n-*/^;^ 2-p< ^-;V-n--/^-;V. 3-* ^V-n-T^W ^-n-7n 
k?;K l^-v^f-^-n-^ne;!/, 2,2-y^f;v-n-7nn';v, l-^f-;i--ii--7 0 n 
c-^^^;k i-^^v-c-t^k 2-^ ^v-c-t^K 3-^ ^fr-c-T^ 
;K l,2-^^f;v-c-ynt°;K 2,3- >^ ^v-c-'/n t?;K i-xf;v-c-7n tf 
;K 2-^^-;v- c - - 7°n e ;k n-^^'>;K i-^;v-n-^>^K 2-^^^-n-^ 

, l^-^^v-n-T^K i,3-~7^^;v-n--7*^;v> 2,2-v^-f-;v-n-yf-;K 2 

,3-v^f;V-n-7f;K 3,3-y^f^-n-7 , f;K l-:n^;V-n-:7f-;K 2-^;V 
-n-"7^;K l.l^-h'^f^-n-^nt: 0 ^ 1,2,2- h V * f^-n-7n t? ;K 1- 
i«^;i/-l-^^;v-n-7*n tf;K i-o^;i/-2-^ f;v-n-7n £°;k c-^3rvJK 1- 
P {^;v_ c _^>^-;v > 2-^->v-c-^>5 L ;K 3-^^w-c-^v^K i-oif-;v-c- 
7*^;k 2-j.^-;v-c--7^^. 3-^^;v-c-^^> i,2-v^f-;v-c-:/^;K 1,3 
_y^f;w c -yf;K 2,2-^^f-;^-c-^;v> 2,3-v ? ^f-;v-c--/'f-;K 2,4-v^ 
^^-^-c.-T'^-^, 3,3-P^f-^-c-^)V, l-n-7 A nt°;V-c-7 , Dk , ;v, 2-11-7" 
nt°;v-c-yn i-i-7n n°;v-c-7°n tf ;k 2-i-7°n e;i/-c-7°n M ;k 1,2 
, 2- h »; ^ ^-;v- c -7°n fc?;K 1, 2, 3- h 'J * ^-;v- c -7°n 2, 2, 3- h V * "f~)V- 
c-T'nt^K l-^-f-;v-2-^^;v-c-'7 0 nbf;v > 2-xf ;i/-i-^f;v-c-7'D E 0 ;w 
2-xf;v-2-^ f;i/- c -7n tf;v25.^2-^^;v-3-> ^;wc--7°n fcf;w#rt s |^f <b ft 
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[0 0 19] 

C6-187V-^itU(^ 7x^iVi, 1 --f >7*~;l^ 2 — f >r* 

7-4>r-)^ a-i-y^)vm, p-±y?-fr&, i-tyjw* 

1-T V b y 2-T > b V ;V*> 9-T > b V )^&, l-7xt>b'J A'* 

> b yju&&* s &ife>ti'&o 

[0 0 2 0] 

7 y#«T-t»1l*$*t/iC i - 3 Tfr*)V&t LXiZ, b V 7;vtn^f;vg 
N S^/M-n.*?-/!/*, ^/7;vtn^f;vi> ^v^7;i/tnxfjvi, l, 
l-y7^tn-2, 2-^7;vtnxf;H, A^7;vtn7 , ne;Hf# 

[0 0 2 1] 

c i _ 6 r br(i> pt^;v*;v^-;v, 
;K n-7*n^^*^#-^ i-7 1 nt';v*;v^;v> n _^;i/^;v^— /K i-7* 
;k s-7*f t-^^^^^—^K n-^v-f-^*^^ 

i-^;i/-n-7*^ /ua/ntf^/K 2-^f-;v-n-^f-;v*;v^^;v % 3-^f-;v 

-n-7*f;W*^^^> l,l-^^f^-n-7 , Dt 1 ;^^^^ \,2- 9 J * 

y*u 2, 2-v^ ^-;v-n-7°n e ;v*'-;k i-^^;i/-n-7°n tf 

^ ;v_ n -^ > f - ;v * ;i/ sK— /k 3-^ f - ;v-n-^< ^ U ;v stf— 4-* 3- ;v- n -^ 

i,i-v^^;v-n--/-^;v*;v^^ i,2-v^^f-;v-n-^^ 

l.S-^^f-^-n-*/^^*^^^ 2, 2-5>* f;V-n-7*f;V* fl/tf 

2,3-^^f-;v-n--7*f-;v*^^-^x 3,3-^^;wn-7^;v:#^**~>K 
l-xf;v-n-7*f;v* /l/tf^/K 2-^)^-n-y^-)ViJ >K 1, 
;v_n-7n ;v**-;k i, 2, 2- b V * f-;v- n --7*n if ;v # \-^)\> 
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[0 0 2 21 

, n-^>^v*^v# ^'-K-^K l-^f^-n-7'Ky*H-;v, 2-^f-;v-n- 
/f^py*Wx;v, 3-^f;w n -7*F^y*JV^;K l, l-y^ ^-;l/-n--7 0 n*° 
l,2-^^;w n -:/n* 0 *v#;v**~;K 2 I 2-v f ^f;Wn-^n 
*^y*;i^f-;K i-xf-;i/-n-/D#^y*;i//t-)i', n-^^;^^ z/fj ;v 
l-^f;V-n-^>f;vt^y*^*-;K 2-p< s f-)V-n- / 0^-^ 3 f- v# 

# l, l-v ^ f-;l/-n-7 > ^ v * 1, 2-v^ ^-n-:/ b^ry* 

)Vtf-)l<, 1,3-^^^-^-11- "7* b^rv*;V#-;K 2, 2-vM -f-;V-n-7' h 3r *>* 

2,3-v^^-n-r ;V-n-7*f^y*^** 
i-xfjN-yf^y*;H-JK 2-J-^;v-n-7* > * ;w-k~;k 1,1, 
2-b i;^^;v-n-7*n,if^-v*;v^;v, l ) 2,2-h , J^f;V-n-7'n^y*M 
:=./K l-^^;V-l-^ ^;l/-n-7"n^^rv^;l/5^x:;vS.t>'l-^.f-;i/-2-^ f-^-n-y 

[0 0 2 3] 
[0 0 2 4] 

ems : c i - 6 t;v*;v^> ao^>^ 7 y^JT^T-Kmst^c 1 - 
3 r;v^;v^ r.fns, T^y^ C 1 - 6 7/u*/i'*"C1t!fc3*tfcT ^ ^ * 
, C 1 - 6 T^*A/*^-^*-C«!ft$^fcT 5/1, Tlcm*. C 1 _ 6 

%.zfc 1 _ 6 t;^^;v^;v^-^£o 

[0 0 2 5] 
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3, 4-y>fiV-7x-;H, 3-t-yf^-7x^JH, 4 
-t-W-7x-^|, 3-MJ7Wn>f)V-7x^;H > 4 - HJ "7 
;vtn^jv-7x-;vi, 3, 4-^f')7;vtn^f;i/-7x^i N 3 — 
^nn-7x^I, 4-^nn-7x-jVS, 3-3 - F-7x-)H > 4- 
3— K-7x-^i, 3-7)ViD-7x-;Vi, 4-7WD-7x-JVi, 

3> 4 -^no-7x-;i'i, 3, 4 -v3- K-7x-;^ 3, 4-^7 
^n-^-;^, 3-->n-7x^viM'4 -^hn-7x^i/Mir 

[0 0 2 6] 
[0 0 2 7] 

: C i - 6 t;v^;v^ /Nnyv^, y ?1£Jg.=F"eW&ZfLfcC i - 

gT^A'i, -bni, T^7*. Ci- 6 7;WST*l^^i757S 
„ C i _ 6 7^^*^-^lJlS^T5 / 7fcm^> Ci-6T;v 
fife**** C i - 6 7 M ^#~^**C*Jft$ *L/t*Mf 

[0 0 2 8] 

LV>R SiD&imt U"Cf±, 7x^JVl, 3-^f^-7x-^i, 
4_^^;l / _ 7i -;v^ > 3, 4-^f^-7x-^ 3 - t -7f-fr-y 

4-t-7*fii'-7x^H, 3-h'J7;vto^f;v-7x-;vi 
% 4_j > , j7 ;vtn^f;v-7x^^ 3, 4 -v h V 7Wn^f^-7x 

3- ^nn-7x-;H, 4-^nn-7x^i, 3-a-F-7x 

4- 3 - F-7x-iH, 3 -7JV^n-7x-jv|, 4-7;v^n- 
7x;;^ 3, 4-^nn-7x-;v|, 3, 4 - v 3 - K— 7 x^^S, 
3, 4-77;vtn-7x^iH, 3--fn-7x-;vi, 4--Fn-7x 

^jvm, i-t7f^ 2-t7f;H, 

[0 0 2 9] 
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[0 0 3 0] 
[0 0 3 1] 

1 ^<7)$f-$ L-^Mifcfflt LtJi. tK^MT. ^7-^> n 
[0 0 3 2] 
[0 0 3 3] 

fi&^:7K$^ T^ym, -ha*, CH 2 C0 2 H, O 

CH 2 C0 2 H, NHCH 2 C02HS.O f CH 2 CH 2 CO2H0 
[0 0 3 4] 

[0 0 3 5] 

sm*:7Xm*x T5/i, -fni, 7j;v#^rv;v*> ch 2 co 2 h. o 

CH 2 C0 2 H, NHCH 2 CO 2 H&<7CH 2 CH 2 CO 2 H Q 
[0 0 3 6] 

[0 0 3 7] 

1) r4^% -Yumr~W®:ZtifzCQ-isTV-)\'mx$>2>l£ (1) T^^tL 
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[0 0 3 8] 

2) 7Km^sm^tt/cC6-i8TV-^-e^^>^ (i) -e^stL&e 

[0 0 3 9] 

3) R 4 ^\ ^^^^r^^ife^g^^tLTtCe-lS^^-^^*^^ (i) 

[0 0 4 0] 

4) R 4 ^. X(CYZ) n C0 2 H (S^, XiiCH 2 , O. SX&NR5 (r5{±. TfcfcK^ 

nliO, U 2Xtt3*tHct4. ) T*fim$ K/c C 6 -18^ 'J < 
1) -ef^Wt7yn>^> gtfb^^S^tt^ ^DK??/*l< 

[0 0 4 1] 

5) r 4 ^ nr6r7 R6#tj?R7te^;ft^*a&&K> TfcfStn^ 
ftfcC6-i87iJ (D t^stta^ ?'/nvm wc&m<o 

[0 0 4 2] 

6) R4^\ X(CYZ) n C0 2 H X&CH 2 , O. SXttNRS (R5 ( i, imWPh 
nte0> 1> 2Xli3ifi*t*o ) S.O f 7fcm*"e^m$tL7tC6-18>'V-^ 

t?&&5£ (i) "ei$we7^nwt^ &ft-£&osgsj*i§tfk 
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[0 0 4 3] 

7) R4fr\ X(CYZ) n C0 2 H (5£*. XiiCH 2 . O, SX(iNR5 (R5|±. 

fcifeBfcU YRrai^tL^tMaajc, 7KflJI^XfiCi_3T;i'^v&£«U 
nliO, 1, 2X1*3 ***i"4o ) 21^X5 ^*'Clt»$tL3tC6-l87 i ;--A' 
gfe-e<fc&5$; (1) -C^iiSiiy'/n^M, Ertt^os^tefo -/n K 

[0 0 4 4] 
[0 0 4 5] 

9) R 2^7^^^--e«m$tL^^^;V*T'^^ 1) . 2) > 3) . 4) „ 5 
) „ 6) , 7) , 8) Xteft (1) T^£*L&fc°7V*u Wfc^-tK WAC&m'O'S. 

[0 0 4 6] 

10) R2^f;^|)^l) . 2). 3), 4). 5), 6). 7), 8) 
Xte5£ (1) T^^tf7/nW^ &<fc^&<&s:£*te#5BL<»±*0 

mmm Kim $ km %> * ft o^^p^o 

[0 0 4 7] 

1 1) R2^7fc5re&& 1) s 2) > 3) . 4) , 5) . 6) , 7) . 8) Xtt 

ft (i) -e^^tLStf^VDWb^ M>fb^^a^tt#^t<(4-?-<^E^ 

[0 0 4 8] 

1 2) R 3 ^7 '7»tttt$ ^ ^it*^> 9 ) > 1 0) XI* 1 1) IS 
[0 0 4 9] 
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13) R3^f;Ht$>^9) , 10) 3U*1 1) ie«OH*7V*nW^!|, 

[0 0 5 0] 

14) R 1 i - 6 7;^;vitt^$^:7x^;vii:^^ 1 2 ) 3ZJ4 1 3 

[0 0 5 1] 

1 5) R 1 A*^nyvi^f ftS*i^7x-^*T*4 1 2) Xtil 3) KfS 

& ox» ± tL h <ommm «, 

[0 0 5 2] 

16) Ri^7 ^^^-ee^^tt^^^;i/*-eem^tL^-7i^;v*T^^> 1 

2) Xtil 3) K%?M<n tf 9 Vn yit&m^ »ft-fr*OSSg*tt<*5& b < «^<?> 
[0 0 5 3] 

17) Rl^ C i - 6 T >v * ;v*T-tt^ $ tLfcTK^ST-Sm $ ft V - 

2) X»±l 3) H|2«<0tf7V*n>^^. ^b^<^S3e*ttfr^b 

[0 0 5 4] 

18) RiK i-eT^^r^-eam^ttfcT^ y^t?gm$tL^7i-;v* 

t*«5i2) xt± 1 3 ) ^iem<7) 9 i/n y*x&m, mt^m^'SM^^ u 
< « ois^au ^ff^ $ & m.x& ft h <r>ym$mo 

[0 0 5 5] 

19) Rl* J Ci-67^*M- ;Hti^ $ *ltz%m&T~W& §tl^7x 
~;V36T?*&1 2) 3) tcfamotf^Vnvfb^s Stf&frWOSJEJUt 

[0 0 5 6] 

2 0) RlKi-6 7/U*#>l'#-*'3fe^1Kfe3ftfc7* /Stft$^7 
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^-v : 19/ 



[0 0 5 7] 

2 1) Rll**. ^hn^t?am^tt/iC6-i87' , > , -^&*^^> ;? >^ < 2 ) ^^^ L 
[0 0 5 8] 

22) r 11 ^, TKms-es^^tLTtCe-isTU-^-e^^^: (2) x*mzfr2> 

[0 0 5 9] 

2 3) Rii^\ ^;i/^^v;v*-eem$tt^c 6 _i 8 T';-^-e*^»^: (2) -e 

[0 0 6 0] 

2 4) Rll^. X(CYZ) n C0 2 H XliCH 2 , 0, S3ZJ±NR5 (R5(^ tK^M 

, nliO, K 2Z{i3 ^itl*-r^o ) -e*UI$ ttjtC 6-187 V 
(2) T?£$*l& hn>sK#i^>V*7*-f&1&[t#Jo 
[0 0 6 1] 

2 5) RH^NR6r7 (g£*K R 6$. R 7 f ± ^f^SL K , tKHIETn 

jv^. Ci_6T;v^r;v*Xi±Ci_6T;v^;v*^^^ : Sr^i*1"*o ) trSJ&S 
tt^Ce.igTV-^S-e^^^: (2) •c&**l* fnv^xfvvw-i 

[0 0 6 2] 

2 6) R n ^> X(CYZ) n C0 2 H (5$^ XfiCH 2 , 0, SXfiNRS (RSt;^ tK^JE 

) fcttufcu Y^t>*zt±-etL-etate^> tK^j^^ x & c i_3 r ;i" * ;m £ it* t 
, nf±o, i> 2itt3«n 0 ) ^^TKm^g^^tL/cCe-isT 1 ;-^ 

[0 0 6 3] 
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2 7) Rll#, X(CYZ) n C0 2 H (5ft*. X{iCH 2 . O. SX&NR 5 (r5«, tK*® 

, niio, 1. 2Xi±3 *iSi*i-&o ) ^^T^ysr-ffim^tt^ce-isT 1 ;- 

(2) -C^StU, hn>^x.^-vHr-/^~jStt<b36Hlo 
[0 0 6 4] 

2 8) R n # ? . *BMfeXt^*>»'^">>l'*-C11!ft$*LfcC6-187 , y-^**C** 
5ft (2) X»mzti&Vuytftfx.?->]sli7?-%;mkMo 
[0 0 6 5] 

29) r ^^y^mm^xm^f^fz^^-^mx^^ 2 1) . 22) , 23) , 

2 4), 2 5). 2 6), 2 7), 2 8) Xfisft (2) T^Wfn^^fx 

[0 0 6 6] 

3 0) f-)V&X$>%> 21). 22), 23), 24). 25), 26) 

, 2 7). 2 8) Xtisft ( 2 ) T?^$*iShn> J.*- -fi»ft8) 

o 

[0 0 6 7] 

3 1) R ^ tfimm.=f~X*1bZ> 21), 22), 23). 24). 25), 26) 
, 2 7) , 2 8) Xi±5ft (2) T?^$tLS bo>^xf Vl/-fe^-ittflSlJ 

o 

[0 0 6 8] 

32) Rl O^^y^Jjg^-eg^^tL^^^^t?^^ 2 9) , 3 0) 3 1 

[0 0 6 9] 

33) R 1 0^f.^att?*^2 9) . 3 0) Xii3 1) |B*W> ^'#JJ*.x?• 

[0 0 7 0] 

3 4) Rl 0tfimB.=f'X*1bZ>2 9) . 3 0) XJ± 3 1) |B«0 >n 
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[0 0 7 1] 

3 5) R 8* ? C i - 6 7^^;H-ef ^$tl^7x-;l/it^S 3 2) . 3 3) 
XI* 3 4 ) K%m<o h a ytftfju?- y -fStt^SJo 
[0 0 7 2] 

3 6) R 8^nyyg^ttH?tif:7x^jHt^^. 3 2) . 3 3) 3U±3 
[0 0 7 3] 

3 7) R8^7-7^JF^-esm^tL/cp<^;vST-sm$tL/i7^^^-e*^3 

2) , 3 3) Xf*3 4) tcfemo hny^^f-^V-ty^-fim'fkSIo 
[0 0 7 4] 

3 8) R 8**c i - 6 r;v^^3£-e«!fe$*tfe*Bi3fe-citSi$^7i-;v*t? 

*43 2) . 3 3) XJi3 4) tefB^ b n l/t^ -Sttfltfflo 

[0 0 7 5] 

3 9) R8^C i- 6 T^^;V*-e«^^tL/;T^y*T'g^$ttfc-7^-;v* 
f^3 2) , 3 3) Xli3 4) KEJR© h n v^tf-xf-v V"fe7^ -«te^J 

o 

[0 0 7 6] 

4 0) R 8tf*c i - 6 r^*^*^#-^*-C*tft**t/i*aafe-C«*$*t/S7 
x-;viffe^3 2) , 3 3) Zfi3 4) fcfBIRO h n V-fe-/* - 

[0 0 7 7] 

4i) r s^c i _ 6 r;v^;v*^-^-eg^^tt7tr^y^-effim^^ 

7x^iT?*S3 2) . 3 3) Xti3 4) fc|B*© 
[0 0 7 8] 

4 2) 2 1) 36^4 1) O#*L#0Ui5*; (2) *e£$*L* fn>##xf>H: 
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[0 0 7 9] 

4 3) 2 1) H41) <7>fBJ*U&>Xti5£ (2) T'^^tL^ h 0 >^fxf> V-fe 
[0 0 8 0] 

44) R 8 , R 9 , R 10 , R 11 jWTFfc^l"* 1 ^KSEtt4>i&*#*>-«ra>fc 
[0 0 8 1] 

lit 5} 

R 10 H R" 

[0 0 8 2] 

R8=Ph, R9= Me, }bfC&QR 1 H*&TK^W&&^& 
[0 0 8 3] 

[^1] 

rii tt&ttott 

Rll= 2-OH-Ph <b^-%l 

Rll= 3-0H-Ph tt&VB2 

RlU 4-OH-Ph <t-B* 

Rll= 3,4-(0H) 2 -Ph <fc-fr*4 

Rll= 2,4-(0H)2-Ph 4fc-£%5 
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r11 = 3 5-(0H)9-Ph 




pll = 9 3-(0H)9-Ph 




Rll= 2 5-(0H)9-Ph 

XV — Uj y \waa/ ^ a. aa 




r11= 3-NOo-Ph 

IV — w iiw X A 11 




Rll= 2-NH9-Ph 

IV *MV 1 »A A S A- A A 


1 0 


Rll= 3-NH9-Ph 

IV V IU1/ A A A 


it&m 1 1 


Rll= 4-NH2-Ph 


{k^% 1 2 


Rll= 2-C09H-Ph 


1 3 


Rll= 3-C09H-Ph 


it&m 1 4 


pll = 4-C09H-Ph 

XV ^ W /I A AAA 


1 5 


RH= 2-0CH9C09H-Ph 


1 6 


Rll= 3-0CH9C09H-Ph 

XV V V/V/A A X WW /I A A A A 


1 7 


r11= 4-OCH9CO9H-PI1 

AV *L VV/II/ W / A A A 


-fb^ti 1 8 


r11= 2-CH9C09H-Ph 

XV AV WAAXWWXAA A> A A 


1 9 


r11 = 3-CH9C09H-Ph 

IV W WAAXWW^AA A A A 


^%2 0 


r11 = 4_CH9C09H-Ph 

XV TS WAAXWW^AA A AA 


\t%m2 1 


r11= 2-NHCH9C09H-Ph 

IV W iUlVilAVV A*I A A A 


fl^%2 2 


Rll= 3-NHCH9C09H-Ph 

A V \S A »A 1VA A A A A 


2 3 


Rll= 4-NHCH2C02H-Ph 


ft^2 4 


Rll= 2-(CH9)9C09H-Ph 

AV — AW \WAA^/ ^vV^ll " 


-fk^tJ 2 5 


Rll= 3-(CH9)9(X)9H-Ph 

AX W \ WA A^ / ^VV^A* 


2 6 


r11= 4-(CH9)9C09H-Ph 

IV a \WAA^/ ^W^ll A AA 


it&® 2 7 


r11 = 4-0CH9C09H-3-0H-Ph 


Ifc-g-tf 2 8 


r11 = 4_0CH9C09H-2-0H-Ph 

AV A V/ V/A A X V/W XA A WA» A a A 


w&m 2 9 


r11 = 3-0CH9C09H-4-0H-Ph 

IV V* vwll / VV Al» A VA* A A 


<k^3 0 


k a A = av— Uwii2v/v/2Ai — un — ni 


i^^os 1 


Rll= 3-0CH 2 C0 2 H-2-0H-Ph 


<b^3 2 


Rll= 2-0CH 2 C0 2 H-3-0H-Ph 


4fc^3 3 


Rll= 4-NHCH 2 C02H-3-0H-Ph 


3 4 
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Rll- 


4-NHCHoC09H-2-0H-Ph 


lfc£^3 5 


Rll= 


3-NHCH9C09H-4-OH-P11 

O 1X1 iVli/WV A ~ V/AA * A A 


fl^tf 3 6 


Rll- 
IV — 


2- NHCH9C09H-4~0H-Ph 


it&m 3 7 


Rll- 
IV — 


S-NHCH9C09H-2-0H-Ph 


tt&W 3 8 


Rll- 

IV — 


2-NHCH9C09H-3-0H-Ph 


<fc^ 3 9 


Rll- 
IV"* — 


4-0PH9f0oH-3-NH9-Ph 


4 0 


Rll- 

XV — 


4-0CH9C09H-2-NH9-Ph 

*± VA/li/w^ll " ixxi/^ x xx 


^#4 1 


Rll- 

IV — 


^-OCH9C09H-4--NH9~Ph 


vc&m 4 2 


Rll- 

IV — 


2-0CH9C09H-4-NH9-Ph 

Cj V/V/l 1/V/V /Jl 1 M 1X11^ x ix 


4 3 


Rll- 

IV — 


3-0CH9C09H-2-NH9-Ph 


4 t£-t7 4 4 


Rll- 

IV — 


2-0CH9C09H-3~NH9-Ph 


lfrg-%4 5 


Rll- 

IV* — 


4-NHrHoC09H-3-NH9-Ph 

*± 1x1 iv/i 1 y v/V/^i 1 «-/ ixii/^ x xx 


* frglfe 4 6 


Pll- 

Iv — 


4-NHfHoC0oH-2-NH9-Ph 

*± 1x1 1V/1 IV VvV/ /Jl 1 1X1 1 /J x xi 


4 7 


Rll- 

IV — 


3-NHCH9C09H-4-NH9-Ph 

O IxllV/llXV/V/^ll TT IXlA/J X XX 


4 8 


T?H- 

IV — 


^ IxIlV'il/jvvV/jll *x ixll/j x 11 


4 9 


Pll- 

Iv — 


S-NHCH9C09H-2-NH9 -Ph 

O i Xl 1V/1 L£\J\J £l i &t 1X11/^ X 11 


5 0 


pll- 


? -NHPHoCO oH- 3 -NH9 -Ph 

• Li — lxllwl l/jVAy VI 1 %J 1 11 


it^m 5 1 


pll- 

It* - 


• 4-(fH9}of09H-3-0H-Ph 


VC&ty) 5 2 


Rll- 

Iv ~ 


- 4- f CHol oC09H-2-0H-Ph 


5 3 


Rll- 

IV 


- 2-C09H-4-0H-Ph 

£s V/V//11 A V/ll X XX 


5 4 




- 9 PfioH 3 OH-Ph 


5 5 


K* J, = 


- A rnoH-9-OH-Ph 
= ft— KAj^jn. « vjn— rii 


5 6 


r>1 1 


= 4-l/U2n-o-UH-rn 




Rll= 


= 3-0H-2-Naphthyl 


5 8 


Rll = 


= 2-N02-Ph 


5 9 


Rll= 


= 4-N02-Ph 


it&m 6 0 



[0 0 8 4] 

R8= 4-t-Bu-Ph, R9= Me, Rl0= Met'* ORH^T^^ffi^^^^^^o 
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12002 — 2 9 b 4 b o Mm 


[0 0 8 5] 


- 










Rll 




pll = 2-0H-Ph 


l 

1 LJ 1— 1 |>v v^ a. 


pll = 3-OH-Ph 

IV — *J VIA X IX 


-fk£-#j 6 2 


Rll= 4-OH-Ph 

XV Jf vll X AX 


Ifra % 6 3 


r11= 3,4-(0H)9-Ph 


ft-g^f 6 4 


Rll= 2 4-(0H)9-Ph 

XV ~— i-J y Jl \v/aa/ X X XX 


ik^fyg 6 5 

1 LJ 1— 1 IA/ V W 


r11 = 3 5-(0H)9-Ph 

XV wj v/ \vil/ S X AX 


iY&Wn 6 6 

1 LJ 1—1 pV V/ V 


pll = 2 3-(0H)9-Ph 

XV LJy %J \V/AA/ ✓ X 1A 


iY&% 6 7 

1 LJ 1-4 %/J V/ < 


Rll = 2 5-(0H)9-Ph 

AV £Sy ✓ A AA 


4 b^^J 6 8 


r11= 3-N09-Ph 

AV V A1V/X A AA 


\Y&tyj] 6 9 

1 LJ 1— 1 1/-J V V 


Rll = 9-NH9-Ph 

AV £J 11H/ X AX 


Ib^-^f 7 0 


r11= 3_NHo-Ph 

AV W illl/ X IX 


Ifc'eH^ 7 1 

1 LJ I— J ixy • -*> 


Rll= 4-NHo-Ph 

XV iui / X A A 


ik&m 7 2 

1 LJ |— J |/V * 


Rll= 2-C02H-Ph 


<k^tJ 7 3 


Rll= 3-C09H-Ph 


7 4 


Rll= 4-C02H-Ph 


7 5 


Rll= 2-0CH?C09H-Ph 


jk£-i$J 7 6 


r11 = 3-0CH?C0?H-Ph 

A V X^ V VaA/ W / AA A A A 


ik&Qb 7 7 


R n = 4-0CH?C09H-Ph 

A\ A X^ X> A * X^ * A • 


it&tyS 7 8 


R n = 2-CH9C09H-Ph 

AX X^A X^ ft * ** 


7 9 


Rll= 3-CH2C02H-Ph 


8 0 


Rll= 4-CH2C02H-Ph 


4t^-^}8 1 


Pll— 9 MWrUnffirkU Ph 




Rll= 3-NHCH 2 C0 2 H-Ph 


it&m 8 3 



25/ 
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Rll= 4-NHCH9CO9H-PI1 


8 4 


pll- 2-(CHo)9C0oH-Ph 


8 5 


RH= 3-(CH2)9C09H-Ph 


it&m 8 6 


pll- 4-(CH9)9C09H-Ph 


4b-£% 8 7 


pll- 4_0fH9r0oH-3-0H-Ph 


jt^-t/ 8 8 


pll- 4-0CHoC0oH-2-0H-Ph 

IV — t vvll/w/ll X* v/xi xxx 


^b^-tf 8 9 


pll- ^-0CHoC0oH-4~0H-Ph 

XV — O vV/1 i / w /l 1 a V/ix xxx 


9 0 


pll- 2-0CH9C09H-4-0H-Ph 


lk&®}9 1 


pll- ^-0fHoC09H-2-0H-Ph 

XV — u v vl i/w /l i xv v/xx xxx 


jb-^-tr 9 2 


pll- ?-0fH9r0oH-3-0H-Ph 


\\&% 9 3 


pll- 4-NHCHoC0oH-3-0H-Ph 

XV — ^ lNlxV/Xl S\J\SSLI \J V/XX X XX 


-fb^% 9 4 


pll- 4-NHCH9C09H-2-0H-Ph 

XV — *x iiX Xvyi /i. x x/ v/xx x ax 


4b^-% 9 5 


pll- ^-NHCHoCOoH-4-OH-Ph 

XV — O lixxVvxx^vA/^lX •* v/xi x xx 


^fb^-t? 9 6 


pll- ?-NHrHor0oH-4-0H-Ph 


<b#^ 9 7 


pll- ^-NHCHoC09H-2-0H-Ph 

JV — U lu Ivl 1/ W /I i <W V/Xl X XX 


it&m 9 8 


pll = 2-NHCH9C09H-3-0H-Ph 

IV XV 1XX JLV/J. 1/VW /l X v/ v/xx x xx 


<b-a-% 9 9 


pll- 4-0CHoC09H-3-NH2-Ph 

IV — *t v/V/X 1 /\j\J /*. x v/ iixxxj x xx 


it&m 10 0 


pll- 4-nrHor09H-2-NH2-Ph 

XV — f UUl^W^ii XV 1XXIX> XXX 


Ib-^tJ 101 


pll- ?-0rHoC0oH-4-NH2-Ph 

XV — J"Uun^w^ll *± ixxxxv x ix 


VG&qiQ 10 2 


pll- 2-0CH9C0oH-4-M9-Ph 

XV — xv vyV/i l^/vyv/^ll t L 6 


Ib^t/ 10 3 


pll- ^-nrH9C0oH-2-NH9-Ph 

XV — O — \J\jflLS vA/^Il x> I^il^ xxx 


ft^tf 10 4 


pll- ?-nrH9r09H-3--NH9-Ph 

XV — L* Uv/Ix^V/vy^xl O i^ll^ 17 11 


10 5 


jv = ft~iNnv/n2v/U2n--o— mi^— rxi 


'fb-o*^ 10 6 


pll = 4-NHCH9C09H-2-NH9-Ph 

IV — M lillvJll/vV/ /li « iix*^ x xx 


4b-3^ 10 7 


pll- ?-NHCH9C09H-4-NH9-Ph 


4b-£"tf 10 8 


T)l 1 O XlUPUOPrtOII /I MUn PK 

R I1 = Z-lNnLnZLUZn-4-lNM2-rn. 


1 u E3 TO/ J. V i/ 


Rll= 3-NHCH 2 C0 2 H-2-NH 2 -Ph 


<b^% 1 1 0 


Rll= 2-NHCH2CO2H-3-NH2-PI1 


iY&m 1 1 1 


Rll= 4-(CH 2 )2C02H-3-0H-Ph 


K&m 1 1 2 
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Rll= 


4- (CHo) oC09H-2-0H-Ph 


1 1 3 


Rll= 


2-C09H-4-0H-Ph 


Ifrg-t/ 114 


Rll= 


2-C09H-3-OH-Ph 


115 


Rll- 

IV — 


4-C09H-2-0H-Ph 


ft-g-^ 116 


Rll= 

IV — 


4-C0oH-3-0H-Ph 


ffrfr* i i 7 


Rll= 

xv — 


4-C09Me-Ph 


fb#1& lis 


Rll- 

IV 


3-0H-2-NaDhthyl 


vc&m i i 9 


Rll- 
IV — 


2-N09-Ph 

£W VS\J / 1 IX 


1 2 0 


Rll- 

IV — 


4- N09-Ph 


121 


R X1 = 


4-CF3-Ph 


AV^Wm 12 2 


Rll= 


4-t-Bu-Ph 


K&m 1 2 3 



^-v! 27/ 



[0 0 8 6] 

R8= 3,4-Me 2 -Ph, R 9 = Me, RlO- IfeT?* rjRll^JSlT^^-tfilfe*^**^*. 
[0 0 8 7] 

[^3] 

Hl^-3 



Rll 



Rll- 2-0H-Ph 
Rll= 3-0H-Ph 
Rll= 4-0H-Ph 
Rll= 3,4-(0H) 2 -Ph 
Rll= 2,4-(0H) 2 -Ph 
Rll= 3,5-(0H)2-Ph 
Rll= 2,3-(0H) 2 -Ph 
Rll= 2,5-(0H) 2 -Ph 
Rll= 3-N0 2 -Ph 



it&m 1 2 4 

1 2 5 
1 2 6 

w&m 1 2 7 
\\&m 1 2 8 

1 2 9 
1 3 0 

1 3 1 
it&m 1 3 2 
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Rll= 2-NH2-Ph 


\\&m 13 3 


Rll= 3-NH2-Ph 


1 3 4 


Rll= 4-NH2-Ph 


1 3 5 


Rll= 2-C0 2 H-Ph 


it&® 13 6 


Rll= 3-C02H-Ph 


tt^tf 13 7 


Rll= 4-C02H-Ph 


138 


Rll= 2-0CH2C02H-Ph 


ft-g^ 13 9 


R ll = 3-0CH2C02H-Ph 


1 4 0 


Rll- 4-0CH 2 C0 2 H-Ph 


1 4 1 


Rll= 2-CH 2 C02H-Ph 


1 4 2 


Rll= 3-CH 2 C02H-Ph 


1 4 3 


Rll= 4-CH2CO2H-PI1 


it&m 144 


Rll= 2-NHCH2C02H-Ph 


1 4 5 


Rll= 3-NHCH2CO2H-PI1 


it&m 146 


Rll= 4-NHCH2C02H-Ph 


1 4 7 


Rll= 2-(CH9)2C02H-Ph 


*fr&«J 1 4 8 


Rll- 3-(CH2)2C02H-Ph 


it&m 1 4 9 


Rll= 4-(CH 2 )2C02H-Ph 


tt&m 1 5 0 


Rll= 4-0CH2C02H-3-0H-Ph 


it^t? 1 5 1 


Rll= 4-OCH2C02H-2-0H-Ph 


1 5 2 


Rll- 3-0CH 2 C02H-4-0H-Ph 


1 5 3 


Rll= 2-OCH2C02H-4-OH-Ph 


it^m 1 5 4 


Rll= 3-0CH2C02H-2-0H-Ph 


15 5 


Rll= 2-OCH2CO2H-3-OH-PI1 


<t<£i» 1 5 6 


Rll= 4-NHCH2C02H-3-0H-Ph 


vc&m 1 5 7 


pll- 4-NHCHoC09H-2-0H-Ph 


it&® 1 5 8 


Rll= 3-NHCH 2 C02H-4-0H-Ph 


-ffc-frW 1 5 9 


Rll= 2-NHCH 2 CO2H-4-0H-Ph 


\t^m 1 6 0 


Rll= 3-NHCH 2 C0 2 H-2-0H-Ph 


tt&m 1 6 1 
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Rll= 


2-NHCH2C02H-3-0H-Ph 


tt&%0 1 6 2 


Rll= 


4-0CH2C09H-3-NH2-Ph 


1 6 3 


Rll= 


4-0CH2C02H-2-NH2-Ph 


1 6 4 


Rll= 


3-0CH 2 C0 2 H-4-NH2-Ph 


Ik^t/ 1 6 5 


Rll= 


2-0CH2C02H-4-NH2-Ph 


it&m 1 6 6 


Rll= 


3-0CH2C02H-2-NH2-Ph 


it&m 1 6 7 


Rll. 


2-0CH2C0 2 H-3-NH2-Ph 


it&m 1 6 8 


Rll= 


4-NHCH2CO2H-3-NH2-PI1 


16 9 


Rll= 


4-NHCH2C02H-2-NH2-Ph 


it^m 1 7 0 


Rll= 


3-NHCH2C02H-4-NH2" ph 


it^-m 171 


Rll= 


2-NHCH2CO2H-4-NH2-PI1 


17 2 


Rll= 


3-NHCH2CO2H-2-NH2-PI1 


17 3 


Rll= 


2-NHCH2C02H-3-NH2-Ph 


17 4 


Rll= 


4- (CH9) 9(X)9H-3-0H-Ph 


17 5 


Rll= 


4- (CH9) 9C09H-2-0H-Ph 


it&m 1 7 6 


r11= 


2-C09H-4-0H-Ph 


ib-g-t? 1 7 7 


Rll= 


= 2-C02H-3-0H-Ph 


<b^% 1 7 8 


Rll= 


= 4-C09H-2-0H-Ph 


17 9 


Rll- 

XV — 


- 4-C09H~3-0H«Ph 


ft#«J 18 0 


Rll= 

XV — 


= 4-C09Me-Ph 


it&m 1 8 1 


Rll= 


= 3-0H-2-Naphthyl 


it&m 1 8 2 


D 1 1 

R 11 = 


O XT A* *DU 
= Z-N(J2-rll 




Rll. 


= 4-N02-Ph 


4t^t7 18 4 


Rll= 


= 4-CF 3 -Ph 


-fb^tJ 1 8 5 


Rll= 


= 4-t-Bu-Ph 


it&m 1 8 6 



[0 0 8 8] 

R8= 3,4-Cl2-Ph. R 9 = Me, Rl0= Met?* »)R 11 * , JSlT^i"11ii**C** i fb'fr*o 
[0 0 8 9] 



tiJlSE# 2003-3102441 



2002-296468 

mm- 4 



1 1 




Rll= 2-OH-Ph 


/I/ A.JMn TOT 

iLlzW 18 7 


Rll= 3-OH-Ph 


iL^BiSJ 18 8 


Rll= 4-OH-Ph 


t\- yv AXf. t O A 

It^ll 18 9 


Rll= 3,4-(0H)2-Ph 


AU £*~Mn T A A 


Rll= 2,4-(0H)2-Ph 


/t> yv iUm tot 

\X/&m 19 1 


Rll= 3,5-(0H) 2 -Ph 


/l> yv ill. i rv o 

iknW 19 2 


Rll= 2,3-(0H) 2 -Ph 


A. dJL TOO 

\C%m 19 3 


Rll= 2,5-(0H)2-Ph 


iL-pf 19 4 


Rll= 3-N0 2 -Ph 


xc%m 19 5 


Rll= 2-NH2-Ph 


yCnW 19 6 


r11 = 3_NH 2 -Ph 


IlCT 19 7 


Rll= 4-NH2-Ph 


/Uy^s-fMn TOO 

1l / p1I 19 8 


Rll= 2-C02 H - ph 


1 u n 1 1 y y 


Rll= 3-C0 2 H-Ph 


AV/^Mn O A A. 


Rll= 4-C02H-Ph 


2 0 1 


Rll= 2-0CH 2 C0 2 H-Ph 


Il pI 2 0 2 


Rll= 3-0CH2C0 2 H-Ph 


AU Xs-fthn O A Q 


r11 = 4-0CH2C02H-Ph 


Itj'pW 2 0 4 


Rll= 2-CH2C02H-Ph 


^fb^-#J 2 0 5 


Rll= 3-CH 2 C0 2 H-Ph 


ft-fr* 2 0 6 


Rll= 4-CH 2 C0 2 H-Ph 


4fc£-tJ 2 0 7 


Rll= 2-NHCH 2 C02H-Ph 


2 0 8 


Rll= 3-NHCH 2 C02H-Ph 


ib-a-%2 0 9 


Rll- 4-NHCH2C0 2 H-Ph 


ft<g-!&> 2 1 0 




tb!E# 2 0 0 3 



-3102441 



^pfg 2002-296468 ^ ^~ v I 31/ 



r11 = 2-(CH9)?C09H-Ph 


2 1 1 


Rll= 3-(CH?)2C02H-Ph 


4t&m 2 12 


r11 = 4-(CH2)2C09H-Ph 


it&m 2 1 3 


Rll= 4-0CH2C02H-3-0H-Ph 


lb^% 2 14 


r11 = 4-0CH9C0?H-2-0H-Ph 


tt&m 2 15 


r11 = 3_0CH9C09H-4-0H-Ph 


it&V3 2 1 6 


Rll= 2-0CH9C09H-4-0H-Ph 


tt^tf 2 17 


r11 = 3-0CH9C09H-2-0H-Ph 


2 1 8 


r11= 2-0CH9C09H-3-0H-Ph 


it&ty 2 1 9 


Rll= 4-NHCH9C09H-3-0H-Ph 


vc&® 2 2 0 


Rll= 4-NHCH9CO9H-2-OH-PI1 


2 2 1 


Rll= 3-NHCH9C09H-4-0H-Ph 


2 2 2 


.Rll= 2-NHCH2C02H-4-0H-Ph 


2 2 3 


Rll= 3-NHCH9CO9H-2-OH-PI1 


vc&m 2 2 4 


Rll= 2-NHCH2C02H-3-0H-Ph 


2 2 5 


Rll= 4-0CH2C09H-3-NH2-Ph 


tt&m 2 2 6 


Rll= 4-0CH9C09H-2-NH2-Ph 


-ffc^tJ 2 2 7 


Rll= 3-0CH9C09H-4-NH9-Ph 

XV V/ VVii/ WXXX * * I 1 


2 2 8 


Rll= 2-0CH2C02H-4-NH2-P h 


2 2 9 


Rll= 3-0CH9C09H-2-NH9-Ph 

IV ~ V V/V/AAXW/ XXX w fa * 


2 3 0 


Rll= 2-0CH9C02H-3-NH2-Ph 


it&m 2 3 1 


Rll= 4-NHCH9C09H-3-NH9-Ph 


<k^% 2 3 2 


r11= 4-NHCH9C09H-2-NH9-Ph 


tt&ty} 2 3 3 


r11= 3-NHCH9C09H-4-NH9-Ph 


2 3 4 


r11= 2-NHCH9C09H-4-NH2-Ph 

XV XV X »X XVX X/^ W ft £i 


it&m 2 3 5 


Pll- 3 T\JHfUoffioH-?-NHo-Ph 


<k#% 2 3 6 


Rll= 2-NHCH 2 C02H-3-NH2-Ph 


*frfr4& 2 3 7 


Rll= 4-(CH 2 )2C02H-3-0H-Ph 


tt&W 2 3 8 


Rl 1= 4- (CH 2 ) 2 C02H-2-0H-Ph 


tt^tJ 2 3 9 



iBIE# 2003-3102441 



2002-296468 A I 32/ 



Rll= 2-C0 2 H-4-OH-Ph 2 4 0 

Rll= 2-C02H-3-0H-Ph tt&tto 2 4 1 

Rll= 4-C0 2 H-2-0H-Ph 2 4 2 

Rll= 4-C0 2 H-3-0H-Ph 4b^ 2 4 3 

Rll= 3-0H-2-Naphthyl IbSHf 2 4 4 

Rll= 2-N0 2 -Ph tt&lk 2 4 5 

Rll= 4-N0 2 -Ph QC&W) 2 4 6 

Rll= 4-CF 3 -Ph fife® 2 4 7 

R ll = 4-t-Bu-Ph fb£"ft2 4 8 



[0 0 9 0] 

R8= 4-I-Ph, R9= Me, Rl0« Me^* ^R 11 * s ^T^i-«8l3fe^*& > ft^ ! »o 
[0 0 9 1] 

[^5] 



Rll 



Rll= 2-0H-Ph 
Rll= 3-0H-Ph 
Rll= 4-0H-Ph 
Rll= 3,4-(0H) 2 -Ph 
Rll= 2,4-(0H) 2 -Ph 
Rll= 3,5-(0H) 2 -Ph 
Rll= 2,3-(0H) 2 -Ph 
Rll= 2,5-(0H) 2 -Ph 
R ll = 3_N0 2 -Ph 
Rll= 2-NH 2 -Ph 
Rll= 3-NH 2 -Ph 



it^m 2 4 9 
itte-m 2 5 0 

ltte'%0 2 5 1 

w&m 2 5 2 

<b^-% 2 5 3 
ftteW 2 5 4 
*b#«F 2 5 5 
ittem 2 5 6 
4b^tf 2 5 7 
ffrfrfllf 2 5 8 
it&W 2 5 9 



tiiliE# 2003-3102441 



2002-296468 ^ ^- v : 33/ 



pll_ 4-NHo-Ph 


2 6 0 


r11= 2-C09H-Ph 

XV ~ Ld \J\J S\l A AX 


tt-g-t/ 2 6 1 


Rll= 3-C09H-Ph 

XV %J V/ V/ /,A X * x* 


2 6 2 


r11= 4-C09H-Ph 

XV * vv /ii x xx 


2 6 3 


r11 = 2-OCH9CO9H-PI1 

XV xv vvll/wv /I* x »* 


4b£"tJ 2 6 4 


Rll= 3-OCH9CO9H-PI1 

IV *— \J WV*i/^V^lA X XX 


\\&m 2 6 5 


Rll= 4-0CH9C09H-Ph 


2 6 6 


Rll= 2-CH9C09H-Ph 


it&%}2 6 7 


Rll= 3-CH9C09H-Ph 

XV v V/ii/W^ii x xx 


2 6 8 


pll= 4-CH9(X)9H-Ph 

XV * V/A X./ \J\J SK X X XX 


tt&%}2 6 9 


Rll= 2-NHCH9C09H-Ph 

XV w lilAvli/vv /i* x xx 


2 7 0 


r11= 3-NHCH9C09H-Ph 


\\&m 2 7 1 


pll = 4-NHCH9CO9H-PI1 

XV jt IXAAv/aa/v/v/^aa x xx 


2 7 2 


pIU 2-(CH9)9C09H-Ph 

IV — xv \V/AA^/ ^v/v/^aa x xx 


vc&m 2 7 3 


Rll= 3-(CH9)9C09H-Ph 

XV — «J £ xv 


-ft-fr* 2 7 4 


Rll= 4-(CH9>9C09H-Ph 


2 7 5 


pll = 4~0CHoC09H-3-0H-Ph 

IV — Tt V/v/AA/V/v/ xO v/aa x xx 


2 7 6 


Rll= 4-OCH9CO9H-2-OH-PI1 

Xv — V/V/x 1 ✓ V V/ X* 4 v/xx x xx 


27 7 


pll = 3-0CH9C09H-4-0H-Ph 

XV v/ vvAl/VV £ v/xx x xx 


2 7 8 


pll = 2-OCH9C09H-4-OH-Ph 

XV — La \J\J\. \. /\J\J jtX. a "X V/xx x xx 


4b^-tJ 2 7 9 


pll- ^-OCHoCOoH-2-OH-Ph 

XV — 0~V/Vll/W/U fcrf V/AA X AX 


VC^% 2 8 0 


pll- 2-0CH9C09H-3-0H-Ph 

XV xs V/V/X A /\J\J /I. A V/ V/AA X XX 


2 8 1 


pll- 4-NHCHoC09H--3-0H--Ph 

XV — *X llAAV/AA / \J\J SI X v/ V/xx x xx 


it&m 2 8 2 


Rll= 4-NHCHoC09H-2-0H-Ph 

XV — ■* "X llAAV/A A /Vv X A * *■ v/xx x xx 


2 8 3 


Rll= 3-NHCH9CO9H-4-OH-PI1 

AV V/ X »X XV/X A X W^^* * * a 


ft-g-^ 2 8 4 


K- LX = ^-lNnv/n2v/U2n'"^ un— rn 


2 8 5 


Rll= 3-NHCH 2 C02H-2-0H-Ph 


tt&m 2 8 6 


Rll= 2-NHCH 2 C02H-3-0H-Ph 


2 8 7 


Rll- 4-0CH 2 C02H-3-NH2-Ph 


2 8 8 



ffif» 2003-3102441 



2002-296468 



^-v* : 34/ 



Rll= 4-0CH2(X)2H-2-NH2-Ph 
Rll= 3-0CH2C02H-4-NH2-Ph 
Rll= 2-0CH 2 C02H-4-NH 2 -Ph 
Rll= 3-0CH 2 C02H-2-NH2-Ph 
Rll= 2-0CH 2 C02H-3-NH2-Ph 
Rll= 4-NHCH2C0 2 H-3-NH2-Ph 
Rll= 4-NHCH 2 C02H-2-NH 2 -Ph 
Rll= 3-NHCH2C02H-4-NH2-Ph 
Rll= 2-NHCH2C02H-4-NH2- ph 
Rll= 3-NHCH 2 C02H-2-NH2-Ph 
Rll= 2-NHCH 2 C0 2 H-3-NH 2 -Ph 
Rll= 4- (CH 2 ) 2 C0 2 H-3-0H-Ph 
Rll= 4- (CH 2 ) 2C0 2 H-2-0H-Ph 
Rll= 2-C02H-4-0H-Ph 
Rll= 2-C02H-3-0H-Ph 
Rll= 4-C02H-2-0H-Ph 
Rll= 4-C02H-3-0H-Ph 
Rll= 3-0H-2-Naphthyl 
Rll= 2-N02-Ph 
Rll= 4-N02-Ph 



2 8 9 
ft&m 2 9 0 
it&m 2 9 1 
tt&m 2 9 2 

2 9 3 
it&m 2 9 4 
it&W 2 9 5 
it&m 2 9 6 
\Y&m 2 9 7 
it&m 2 9 8 

2 9 9 

it^m 300 

3 0 1 

3 0 2 
ft-Mfc 3 0 3 
it&m 3 0 4 

3 0 5 
it&m 3 0 6 
3 0 7 
<k^-tJ 3 0 8 



[0 0 9 2] 

R8= 3-CF 3 -Ph, R9= Me, Rl0= Me^& ^R n ;TO.~n~^-f fi 
[0 0 9 3] 

1^6] 



Rll 



ffltiE# 2003-3102441 



QW. 2 0 



pll 


o au du 


pll 


O AU OK 


d! 1 

K 1J -= 


A AU OK 

4-UH-rn 


pll 


O A ff\U\ « PK 

d,4- lUHj 2"^ n 


oil 


9 A (CXU\ r\ PK 

Z, 4- \\)n) 2-"« 


pll 


O c / C\\X\ n OK 


pll 


o o fAU^ ^ pk 


pll 


o c; /ai^ ^ PK 


pll 


9 MA,** PK 

o-lNU2"i il 


pll 


O MU A pk 

Z-JNn2-i n 


pll 




Pll 




Pll 


9 PHoH PK 
Z— UU2n-ril 


Pll 
K J -- L = 


o rA<-»u pk 


Pll 


/I PArJJ PK 

4-l/U2n~.ri* 


Pll 


z— uun2^'U2ii— rn 


Pll 


o APUnrnnU pk 


Pll 


4-ULn2w2nHrxi 


Pll 


9 pu^rn^u pk 
j Z-l/n2w2n-rn 


Pll 


0 pu rt PArVU pk 
■ o-Uxl2w2n-rJl 


pll 


■ 4-Ln2v/U2n"-r" 


pll 


= Z-Imtn2^U2n-rii 


pll 


O MUPU^PArtU PK 

= o-JNnLn2l/U2n-ril 


pll 


a Muru^rAnU pk 
= 4~JNnLn2^U2n-Jrxl 


pll 




Rll= 


= 3-(CH2)2C02H-Ph 


Rll= 


= 4-(CH 2 ) 2 C0 2 H-.Ph 


Rll= 


= 4-0CH 2 C0 2 H-3-0H-Ph 


Rll. 


= 4-0CH 2 C02H-2-0H-Ph 



2-296468 ^ ^ : 35/ 

4b^$J 3 0 9 
ft-^ 3 1 0 

vc&mz 1 1 

<b^3 1 2 
lfc-g-%3 1 3 
Ib^t? 3 1 4 
ft£*3 1 5 
it^3 1 6 
<k^3 1 7 
ft^tr 3 1 8 
3 1 9 
3 2 0 
*&&*BJ3 2 1 
it&®3 2 2 
4b^%3 2 3 
it&m 3 2 4 
4b^ 3 2 5 
it^km 3 2 6 
lb-8^ 3 2 7 
lb^ 3 2 8 
it&m 3 2 9 
ib^tf 3 3 0 

it&m 3 3 1 

lb£-% 3 3 2 

VC&m 3 3 3 

<frgrf&3 3 4 

*f fc-fr* 3 3 5 
<ffc£* 3 3 6 
it&m 3 3 7 



ttiiE#2 003-3102441 



jI2002-296468 



pll- VOrHoCOoH-4-OH-Ph 


fc&m 3 3 8 


Pll- ?-0PHoP0oH-4-0H-Ph 


i\&V0 3 3 9 


pll- 3-ftPHoPftoH-2-0H-Ph 


ft^t? 3 4 0 


pll- 9 0PHoPftoH-3-0H-Ph 


tt&%B 3 4 1 


Pll- A NUfHoPOoH-?-flH-Ph 


3 4 2 


Pll- A MWrHoffioH-P-OH-Ph 


-ffc-gHSl 3 4 3 


Pll- 3 l\JHPHoPOoH-A-ftH-Ph 


3 4 4 


Pll- 9 NHPHoPOoH-4-OH-Ph 

XV = £ " 1\X1L/X1^/ \s\J £11 *r V/ll 111 


345 


pll- 3 NHPUoPfloH-9-OH-Ph 


it^m 3 4 6 


Pll- 9 NHPMoPOoH-3-OH-Ph 


ft-g^ 3 4 7 


Pll- A OPHoPOoH-VNHo-Ph 


tt&m 3 4 8 


pll- A_nPHoC0oH-2-NH9-Ph 


ft-g^ 3 4 9 


pll- 3 OPHoPOoH-A-NHo-Ph 


3 5 0 


Pll- 9 nPWnPOoH-d— NHo-Ph 


3 5 1 


Pll- ^-OPHoPOoH-2-NHo-Ph 


3 5 2 


pll- 9 nPHoP0oH-3-NHo-Ph 

XV ^ V\sly£\s\J £ll O — INXl^ 111 


tt&ty 3 5 3 


pll- A NHPHoPOoH-3-NHo-Ph 
xv = ft— xNnv>n2 vaj2** o— nxi^ i n 


354 


Pll- A WTTPMoPOoN 9-NHo-Ph 


3 5 5 


pll- ^-NHPNoPOoH-4-NHo-Ph 

XV — O — XNIlVyXl2vv/2* 1 ^ XN112 A 11 


Ifc^tf 3 5 6 


Pll- 9 tJUPUoPOoH-A-NHo-Ph 
K = z — iNxiv>xi2 w 2 n ^ INIl 2 1 a 1 


5 7 


pll Q MUPHoPHnH 9 TJHn— Ph 


\X&% 3 5 8 


Pll 9 MUPUnrHnU 3 MWo— Ph 

K x - L = Z— INnbn2vyU2n^o— lNn2~i n 


3 5 9 


pll- A ( PHo^ oPOoH-3-OH-Ph 
K A - L = ft— \Vvii2/ £^\J £n 0 \jLi 111 


-ft^-tJ 3 6 0 


Pll /I (rUr*\riCClrH 9 fiU Ph 


Ifc-n ^ 3 6 1 


Pll 9 PftoH-J.-0H Ph 


it^k^Q 3 6 2 


Rii= 2-C02H-3-0H-Ph 




r11 = 4-C02H-2-OH-Ph 


it&m 3 6 4 


Rll= 4-C02H-3-0H-Ph 


3 6 5 


Rll= 4-C02Me-Ph 


fc&lb 3 6 6 



ffi|E#2 0 0 3 



M 2002-296468 



^-v I 37/ 



Rll= 3-0H-2-Naphthyl 
Rll= 2-N02-Ph 
Rll= 4-N02-Ph 



it&m 3 6 7 



it&® 3 6 8 



3 6 9 



[0 0 9 4] 

R8= 4-CF 3 -Ph, R9= Me, Rl0» MeX~$> OR^^T^^f **»'C** i fb'&Wo 
[0 0 9 5] 

[^7] 

mim-7 



rii ft-grffe*^ 



pll- 9 OH Ph 


it&ytJ 3 7 0 


nl 1 O All T1U 

R 11 = 3-On-rh 


4V£r$n 3 7 1 


Rll= 4-OH-Ph 


7 2 


Rll= 3,4-(0H) 2 -Ph 


fl*fr%3 7 3 


Rll= 2,4-(0H) 2 -Ph 


ft£1&3 7 4 


Rll= 3,5-(0H) 2 -Ph 


f 3 7 5 


Rll= 2,3-(0H) 2 -Ph 


3 7 6 


Rll= 2,5-(0H) 2 -Ph 


ft<£W 3 7 7 


Rll= 3-N0 2 -Ph 


>ffc£-% 3 7 8 


Rll= 2-NH 2 -Ph 


3 7 9 


Rll= 3-NH 2 -Ph 


it&m 3 8 0 


Rll= 4-NH 2 -Ph 


* 3 8 1 


Rll= 2-C0 2 H-Ph 


it&mz 8 2 


Rll= 3-C0 2 H-Ph 


tt&mz 8 3 


Rll= 4-C0 2 H-Ph 


ft<£8» 3 8 4 


Rll= 2-0CH 2 C0 2 H-Ph 


tt&ms 8 5 


Rll= 3-0CH 2 C0 2 H-Ph 


fl^%3 8 6 



mSE# 2003-3102441 



0^1 



2 002-296468 



38/ 



Rll= 4-OCH2CO2H-PI1 
Rll= 2-CH2C0 2 H-Ph 
Rll= 3-CH2C0 2 H-Ph 
Rll = 4-CH2C0 2 H-Ph 
Rll= 2-NHCH 2 C0 2 H-Ph 
Rll= 3-NHCH2CO2H-PI1 
Rll= 4-NHCH 2 C02H-Ph 
Rll- 2-(CH 2 ) 2 C0 2 H-Ph 
Rll= 3-(CH 2 )2C0 2 H-Ph 
Rll= 4-(CH 2 )2C0 2 H-Ph 
Rll= 4-0CH 2 C0 2 H-3-0H-Ph 
Rll= 4-0CH 2 C02H-2-0H-Ph 
Rll= 3-0CH 2 C02H-4-0H-Ph 
Rll= 2-OCH2C02H-4-OH-Ph 
Rll= 3-OCH2C02H-2-OH-Ph 
Rll= 2-0CH 2 C0 2 H-3-0H-Ph 
Rll= 4-NHOl2C02H-3-0H-Ph 
Rll= 4-NHCH2C02H-2-0H-Ph 
Rll= 3-NHCH2C02H-4-0H-Ph 
Rll= 2-NHCH 2 C0 2 H-4-0H-Ph 
Rll= 3-NHCH2C02H-2-0H-Ph 
Rll= 2-NHCH 2 C02H-3-0H-Ph 
Rll= 4-0CH 2 C0 2 H-3-NH 2 -Ph 
Rll= 4-0CH 2 C02H-2-NH2-Ph 
Rll= 3-OCH2CO2H-4-NH2-PI1 
Rll= 2-OCH2CO2H-4-NH2-PI1 
Rll= 3-0CH 2 C02H-2-NH 2 -Ph 
Rll= 2-0CH 2 C0 2 H-3-NH2-Ph 
Rll- 4-NHCH 2 C0 2 H-3-NH 2 -Ph 



tt&m 3 8 7 
it^Sa 3 8 8 
<t^3 8 9 
tt&m 3 9 0 
it&®3 9 1 
it&m 3 9 2 
tt&W 3 9 3 
ft&m 3 9 4 

it&ms 9 5 

it^3 9 6 

3 9 7 
VC&m 3 9 8 
it&m 3 9 9 

4 0 0 

4 0 1 

it^HS 4 0 2 
it&m 4 0 3 
tt&W 4 0 4 
Ifc^tH 0 5 
i\&m 4 0 6 
jfc^tU 0 7 
4fc^$j4 0 8 

\ms®a 0 9 
^^4 1 0 

4fc^%4 1 1 
^%4 1 2 
^%4 1 3 
ft^4 1 4 
^415 



tBiE# 2003-3102441 



2 002-296468 



39/ 



Rll= 4-NHCH 2 C02H-2-NH 2 -Ph 
Rll= 3-NHCH2C02H-4-NH2-Ph 
Rll= 2-NHCH 2 C0 2 H-4-NH 2 -Ph 
Rll= 3-NHCH 2 C0 2 H-2-NH2-Ph 
Rll= 2-NHCH2C02H-3-NH2-Ph 
Rll= 4-(CH 2 )2C0 2 H-3-0H-Ph 
Rll= 4-(CH 2 )2C0 2 H-2-0H-Ph 
Rll= 2-C0 2 H-4-0H-Ph 
Rll= 2-C02H-3-0H-Ph 
Rll= 4-C02H-2-0H-Ph 
R ll = 4-C02H-3-0H-Ph 
R ll= 4-C0 2 Me-Ph 
Rll= 3-0H-2-Naphthyl 
Rll= 2-N02-Ph 
Rll= 4-N02-Ph 



it^A 1 6 
it&WA 1 7 
it^A 1 8 
4 1 9 

it^m4 2 0 

it&mA 2 1 

it&m 4 2 2 

fl:#^4 2 3 

it&mA 2 4 

ft-^4 2 5 
4 2 6 
<t-8^4 2 7 
ft^4 2 8 
it&m 4 2 9 
Ifc^ 4 3 0 



[0 0 9 6] 

R8= 4-MeNH-Ph, R9= Me,RlO= Metr^ ^R^HmT^irWmmx^^il^ 
[0 0 9 7] 

[^8] 

^m-8 



Rll 



Rll= 2-OH-Ph 
Rll= 3-OH-Ph 
Rll= 4-OH-Ph 
Rll= 3,4-(0H) 2 -Ph 
Rll= 2,4-(0H) 2 -Ph 



it&W 4 3 1 
ft-g-^4 3 2 
4 3 3 
l^»4 3 4 
4 3 5 



tBiE#2 003-3102441 



2 0 0 2 

Rll= 3,5-(0H) 2 -Ph 
Rll= 2,3-(0H) 2 -Ph 
Rll= 2,5-(0H) 2 -Ph 
Rll= 3-N02-Ph 
Rll= 2-NH2-Ph 
Rll= 3-NH2-Ph 
Rll= 4-NH 2 -Ph 
Rll= 2-C0 2 H-Ph 
Rll= 3-C02H-Ph 
Rll= 4-C02H-Ph 
Rll= 2-0CH2CO 2 H-Ph 
Rll= 3-0CH 2 C0 2 H-Ph 
Rll= 4-0CH 2 C0 2 H-Ph 
Rll= 2-CH 2 C0 2 H-Ph 
Rll= 3-CH 2 C0 2 H-Ph 
Rll= 4-CH 2 C0 2 H-Ph 
Rll= 2-NHCH 2 C02H-Ph 

Rll= 3-NHCH 2 C02H-Ph 

Rll= 4-NHCH 2 C0 2 H-Ph 

Rll= 2-(CH 2 ) 2 C0 2 H-Ph 

Rll= 3-(CH 2 )2C0 2 H-Ph 

Rll= 4-(CH 2 )2C0 2 H-Ph 

Rll= 4-0CH2C0 2 H-3-0H-Ph 

Rll= 4-0CH 2 C02H-2-0H-Ph 

Rll= 3-0CH2C02H-4-0H-Ph 

Rll= 2-0CH2C02H-4-0H-Ph 

Rll= 3-OCH2CO2H-2-OH-PI1 

Rll= 2-0CH2C02H-3-0H-Ph 

r11. 4-NHCH 2 C02H-3-0H-Ph 



2 9 6 4 6 8 




it^A 3 6 

it&m* 3 7 
vc&m* 3 8 

ft-frW 4 3 9 

Vc&qoA 4 0 

it^A 4 1 
4 2 

tt&m 4 4 3 

ft^^l 4 4 4 
VC&% 4 4 5 
flS<&*4 4 6 
*fr&»4 4 7 
*t^4 4 8 

w&m 449 

^%4 5 0 

it&mA 5 1 

^%4 5 2 
4 5 3 

454 
it&mA 5 5 

4 5 6 
tt&m 4 5 7 
4b^%4 5 8 
4fc-g*4 5 9 
4 6 0 

tt&m 4 6 1 

<fc^%4 6 2 
<frfr«M 6 3 
it&mA 6 4 



fcUSEifc 2003-3102441 



,^pH2 0 0 2-2 9 6 4 6 8 ^ ^-v : 41/ 



Rll- 


4-NHCH 2 C02H-2-0H-Ph 


it^A 6 5 


Rll- 


3-NHCH 2 C02H-4-0H-Ph 


6 6 


Rl l=2-NHCH 2 CO2H-4-0H-Ph 


tt&m 4 6 7 


Rll- 


3-NHCH2C02H-2-0H-Ph 


it^m 4 6 8 


Rll- 


2-NHCH2C02H-3-0H-Ph 


4 6 9 


Rll= 


4-0CH9C02H-3-NH2-Ph 


^tJ4 7 0 


Rll= 


4-0CH2C02H-2-NH2-Ph 


4 7 1 


Rll. 


3-0CH2C02H-4-NH2-Ph 


* 4 7 2 


Rll= 


2-0CH9C02H-4-NH2-Ph 


<b^%4 7 3 


Rll= 


3-0CH 2 C02H-2-NH2-Ph 


it&V0 4 7 4 


Rll= 


2-OCH2CO2H-3-NH2-PI1 


Ifc^tU 7 5 


Rll= 


4-NHCH2C02H-3-NH2-Ph 


it&%9 4 7 6 


Rll= 


4-NHCH2C02H-2-NH2-Ph 


lt^4 7 7 


Rll= 


3-NHCH2C02H-4-NH2-Ph 


\£&m 4 7 8 


Rll= 


2-NHCH9C09H-4-NH?-Ph 




Rll= 


. 3-NHCH2CO2H-2-NH2-PI1 


4 8 0 


Rll- 


• 9-NHPHor0oH-3-NH9-Ph 


tt&m 4 8 1 


Rll. 


= 4-(CH2)2C02H-3-0H-Ph 


it&%3 4 8 2 


Rll- 


. 4-(CH 2 )2C02H-2-0H-Ph 


ft#%4 8 3 


Rll- 


. 2-C02H-4-0H-Ph 


ib&b 4 8 4 


Rll- 


-. 2-C02H-3-0H-Ph 


ft<g*$> 4 8 5 


Rll. 


» 4-C02H-2-0H-Ph 


4 8 6 


Rll = 


= 4-C0 2 H-3-0H-Ph 


fltfMfe 4 8 7 



[0 0 9 8] 

R8= 4-EtNH-Ph, R9= Me, RlO- lfe^* 0R 11 ^T^i-«3ft*"C**ft'fr*« 
[0 0 9 9] 



tHIE# 2003-3102441 



2002-296468 



42/ 



1 1 

R 11 


1 bin 425 


Rll= 2-0H-Ph 


1 b*o TO 4 0 0 


Rll= 3-OH-Ph 


Ifro to 4 0 y 


Rll= 4-OH-Ph 


IlpH 4 9 U 


Rll= 3,4-(0H)2-Ph 


1 bl3 to 4 y 1 


Rll= 2,4-(0H)2-Ph 


1 L/o to 4 y z 


Rll= 3,5-(0H) 2 -Ph 


lb a TO 4 9 O 


Rll= 2,3-(0H) 2 -Ph 


1b a to 4 y 4 


Rll= 2,5-(0H)2-Ph 


1 bo TO 4 y 0 


Rll= 3-N02-Ph 


IL^W 4 9b 


Rll= 2-NH2" Ph 


1 to 4 y / 


Rll= 3-NH2-Ph 


/ly yV/Wn yl A Q 

1b"o to 4 9 8 


Rll= 4-NH2-Ph 


1 Up TO 4 y y 


Rll= 2-C02H-Ph 


AV /±Mn R A A 
1 bin to O U U 


Rll= 3-C02H-Ph 


AV/^m R A 1 
1 b^o TO £> U 1 


Rll= 4-CO2H-PI1 


AV/^fthn R A 9 
1 bo TO 0 U Z 


Rll= 2-0CH2C02H-Ph 


1 bo TO O U 0 


Rll= 3-0CH2C02H-Ph 


1 b'a f OU4 


Rll = 4-OCH2C02H-Ph 


1 b^ TO 0 U 0 


Rll= 2-CH2C0 2 H-Ph 


y/> R A £ 
1 b!3 TO 0 U 0 


Rll= 3-CH2C02H-Ph 


1 b^ TO 0 U / 


Rll= 4-CH2CO2H-PI1 


AV/^&m R A £ 
1 bo TO 0 U 0 


Rll= 2-NHCH2C02H-Ph 


vfVv^tf7$7T RAO 

1 bin 10 u y 


Rll= 3-NHCH2(X)2H-Ph 


5 1 0 


Rll= 4-NHCH 2 C02H-Ph 


tt^tJ 5 1 1 


Rll= 2-(CH 2 )2C0 2 H-Ph 


tt^t/ 5 1 2 


Rll= 3-(CH 2 ) 2 CX)2H-Ph 


ft^B? 5 1 3 



thfiE^ 2 0 0 3 



-3102441 



2002-296468 ^ v I 43/ 

e 



Rll- 


4-(CH9)2C02H-Ph 


it&m 5 14 


Rll= 


4-OCH2C02H-3-OH-Ph 


it^m 5 1 5 


Rll= 


4-OCH2C02H-2-OH-Ph 


it-^m 5 16 


Rll= 


3-0CH2C02H-4-0H-Ph 


5 1 7 


Rll= 


2-0CH2C02H-4-0H-Ph 


jb^-t/ 5 1 8 


Rll= 


3-0CH2C02H-2-0H-Ph 


5 1 9 


Rll= 


2-0CH2C02H-3-0H-Ph 


5 2 0 


Rll= 


4-NHCH2C02H-3-0H-Ph 


5 2 1 


Rll= 


4-NHCH 2 C02H-2-0H-Ph 


vc&m 5 2 2 


Rll= 


3-NHCH2C02H-4-0H-Ph 


5 2 3 


Rll= 


2-NHCH2C02H-4-0H-Ph 


tt&m 5 2 4 


Rll= 


3-NHCH2C02H-2-0H-Ph 


5 2 5 


Rll= 


2-NHCH2(X)2H-3-0H-Ph 


ffc^ 5 2 6 


Rll= 


4-0CH2C02H-3-NH2- ph 


fo&m 5 2 7 


Rll= 


4-0CH?C0?H-2-NH?-Ph 


-fb^% 5 2 8 


Rll= 


3-0CH?C0?H-4-NH2-Ph 


5 2 9 


Rll= 


2-0CH2C02H-4-NH2-Ph 


<fc^% 5 3 0 


Rll= 


: 3-0CH2C02H-2-NH2-Ph 


* 5 3 1 


Rll= 


: 2-0CH 2 C0 2 H-3-NH2-Ph 


ft-frfc 5 3 2 


Rll- 


= 4-NHCH 2 C02H-3-NH 2 -Ph 


ffrfr* 5 3 3 


Rll- 


. 4-NHCH 2 C0 2 H-2-NH 2 -Ph 


jfc^tJ 5 3 4 


Rl l=3-NHCH 2 C02H-4-NH 2 -Ph 


5 3 5 


Rll. 


. 2-NHCH2CO2H-4-NH2-PI1 


ft^tf 5 3 6 


Rll. 


= 3-NHCH 2 C0 2 H-2-NH 2 -Ph 


5 3 7 


Rll. 


= 2-NHCH 2 C02H-3-NH 2 -Ph 


it&® 5 3 8 


Rll. 


= 4-(CH 2 )2C02H-3-0H-Ph 


ft/a® 5 3 9 

1 l—l l— 1 trim 


Rll. 


= 4-(CH 2 )2C02H-2-0H-Ph 


ffcfirtb 5 4 0 


Rll. 


= 2-C02H-4-0H-Ph 


lfr£-$7 5 4 1 


Rll. 


= 2-CO 2 H-3-0H-Ph 


itit® 5 4 2 



tBiE# 2003-3102441 



m 



12002-296468 



v : 



44/ 



Rll= 4-C02H-2-0H-Ph 
Rll= 4-C0 2 H-3-0H-Ph 



5 4 3 



it&m 5 4 4 



[0 10 0] 

R8= 4-Me 2 N-Ph, R9= Me, Rl«= MeTr^ 0 Rll/TOTK^im&^&Mb^o 
[0 10 1] 
[^1 0] 



rii it&m^ 



K Ai = Z-Un— ill 


Ik&m 545 


pll- 3_OH-Ph 

S\. — O uu I 11 


it^k^H 5 4 6 


Pll- A-OH-Ph 

lv — TT V/l 1 1 11 


5 4 7 


nil O il /r\Ti\ - TJU 

R 11 = 3,4-(0H; 2 -Ph 


1 u PI 1w o o 


Rll= 2,4-(0H) 2 -Ph 


it&m 5 4 9 


Rll= 3,5-(0H) 2 -Ph 


It^tl 5 5 0 


Rll= 2,3-(0H) 2 -Ph 


5 5 1 


Rll= 2,5-(0H) 2 -Ph 


5 5 2 


Rll= 3-N0 2 -Ph 


it&m 5 5 3 


Rll= 2-NH 2 -Ph 


ft^tf 5 5 4 


Rll= 3-NH 2 -Ph 


lfc^$7 5 5 5 


Rll= 4-NH 2 -Ph 


it&m 5 5 6 


Rll= 2-C0 2 H-Ph 


5 5 7 


Rll= 3-C0 2 H-Ph 


it&m 5 5 8 


Rll= 4-C0 2 H-Ph 


5 5 9 


Rll= 2-0CH 2 C0 2 H-Ph 


4fc£-4& 5 6 0 


Rll= 3-0CH 2 C0 2 H-Ph 


kg® 5 6 1 


Rll= 4-0CH 2 C0 2 H-Ph 


4t&® 5 6 2 



ffi®E#2 0 0 3 



-3102441 



^pil 2002-296468 ^ ^— ^ ! 45/ 



R n = 2-CH9C0?H-Ph 


it&m 5 6 3 


RH= 3-CH9CO9H-PI1 


5 6 4 


Rll= 4-CH9C09H-Ph 


ik&® 5 6 5 


Rll= 2-NHCH9CO9H-PI1 


ffrfr* 5 6 6 


Rll= 3-NHCH9C09H-Ph 


5 6 7 


Rll= 4-NHCH9C09H-Ph 


ft^tf 5 6 8 


pll = 2-(CH9>9C09H-Ph 


ffc^* 5 6 9 


r11 = 3_(CH9)'2C09H-Ph 


it&m 5 7 0 


r11= 4-(CH9)9C09H-Ph 

xv ^ \v**^y xv xCr 


5 7 1 


Rll= 4-0CH9C09H-3-0H-Ph 


ft^Jftf 5 7 2 


r11 = 4-0CH9C09H-2-0H-Ph 


^fb^tJ 5 7 3 


Rll= 3-0CH2C02H-4-0H-Ph 


ifr&m 5 7 4 


Rll= 2-OCH9C09H-4-OH-Ph 

• xv « W/X 1/vw /l a * wx x x xx 


5 7 5 


pll = 3-0CH9C09H-2-0H-Ph 

XV wvll/vw/1* xv v/xx x xx 


it&m 5 7 6 


r11 = 2-OCH9CO9H-3-OH-PI1 

XV £j uvll/vv Zj v/xx x xx 


It^tJ 5 7 7 


r11= 4-NHCH9C09H-3-0H-Ph 


5 7 8 


pll- 4-NHCH9CO9H-2-OH-PI1 

IV "~ * 1NXXV/1X ✓v/V/ XxX XV VII x xx 


tt&W 5 7 9 


r11 = 3-NHCH9C09H-4-0H-Ph 

XV w lulvll/vv A** * vxx X- xx 


5 8 0 


Rll= 2-NHCH9C09H-4-0H-Ph 

XV XV lulvll/vv/*i * v/xx x xx 


it&m 5 8 1 


Rll= 3-NHCH2C02H-2-0H-Ph 


lfc1=r% 5 8 2 


Rll= 2-NHCH9C09H-3-0H-Ph 

XV XV 1 IX 1VX X^V/V/ XX A v vli X xx 


5 8 3 


Rll= 4-0CHoC09H-3-NH9-Ph 

XV — x V/V/XX ✓W^XX V/ llAX^ X XX 


tt^tf 5 8 4 


pll = 4-.OCH9C09H-2-NH9-Ph 

XV — tC VVll/W^** xw xixx^r x xx 


tt&W 5 8 5 


rIU 3-0CH9C09H-4-NH9-Ph 

XV O vvii/ W X* a x ^ 


ft^tJ 5 8 6 


r11 = 2-0CH9C09H-4-NH9~Ph 

XV *"• XV VVll/vV/ /I* x x xx 


Ifc^-tJ 5 8 7 




\Y&® 5 8 8 


Rll= 2-0CH2C02H-3-NH2-Ph 


5 8 9 


Rll= 4-NHCH 2 C02H-3-NH 2 -Ph 


5 9 < 


Rll= 4-NHCH2C0 2 H-2-NH2-Ph 


4fc<£-% 5 9 



ffiliE# 2003-3102441 



2002-296468 

Rll= 3-NHCH 2 C02H-4-NH 2 -Ph 

Rll= 2-NHCH2C02H-4-NH2" ph 
Rll= 3-NHCH 2 C0 2 H-2-NH2-Ph 
Rll= 2-NHCH2C0 2 H-3-NH 2 -Ph 
Rll= 4-(CH 2 )2C02H-3-0H-Ph 
Rl 1= 4- (CH 2 ) 2 C0 2 H-2-OH-Ph 
Rll= 2-C02H-4-0H-Ph 
Rll= 2-C0 2 H-3-0H-Ph 
Rll= 4-C0 2 H-2-0H-Ph 
Rll= 4-C0 2 H-3-0H-Ph 



[0 10 2] 

R8= 4-Et2N-Ph, R9= Me, R*0= MeX"$> Rll^TK^1-Sm*T«&Mfc^t7o 
[0 10 3] 
[^1 1] 

m i m- 1 1 



Rll 




Rll= 2-0H-Ph 


it^e> 0 2 


Rll= 3-0H-Ph 


it&m 6 0 3 


Rll= 4-OH-Ph 


it&m 6 0 4 


Rll= 3,4-(0H) 2 -Ph 


4fc^6 0 5 


Rll= 2,4-(0H) 2 -Ph 


6 0 6 


Rll= 3,5-(0H) 2 -Ph 


4^8"^ 6 0 7 


Rll= 2,3-(0H) 2 -Ph 


vc&®§ o 8 


Rll= 2,5-(0H) 2 -Ph 


6 0 9 


Rll= 3-N02-Ph 


w&m e i o 


Rll= 2-NH 2 -Ph 


it&m 6 1 1 



^-v : 46/ 



ft&m 5 9 2 
ifc#tf 5 9 3 
itte® 5 9 4 

5 9 5 
it^m 5 9 6 

5 9 7 
5 9 8 

5 9 9 

6 0 0 
6 0 1 



fcBiE# 2003-3102441 



2 0 0 2 - 2 9 6 4 6 8 ^ ^- v : 47/ 



Rll= 3-NH9-Ph 

XV —* kj lill/ A ix 


6 1 2 


Rll= 4-NHo-Ph 


it&m 6 1 3 


pll= 2-C09H-Ph 


it&m 6 1 4 


Rll= 3-C09H-Ph 


>fb^ 6 1 5 


Rll= 4-C09H-Ph 

XV ~ VV /i x X XX 


VC^ty) 6 1 6 


R n = 2-OCH9CO9H-PI1 


it^m 6 1 7 


pll = 3-0CH9C09H-Ph 


4b-£-tJ6 1 8 


Rll= 4-OCH9CO9H-PI1 


6 1 9 


pll = 2-CH9C09H-Ph 

xv xv v/x x x w x>* * * ** 


it&m 6 2 0 


pll = 3_CH9C09H-Ph 

XV «-/ VJll/VV/^ii x xx 


it&m 6 2 1 


pIU 4-CH9CO9H-PI1 

XV * Vll/VV^ll X a a 


6 2 2 


pll = 2-NHCH9C09H~Ph 

XV XV 1 XI 1 v/1 1 £j £j 


it^m 6 2 3 


Rll= 3-NHCH9C09H-Ph 


6 2 4 


pll = 4-NHCH9C09H-Ph 

XV ~ lUlvil/vV/^il x xx 


6 2 5 


pll = 2-(CH9)9C09H-Ph 


ffrg^ 6 2 6 


r11 = 3-(CH9)9C09H-Ph 


'fk^t/ 6 2 7 


r11= 4-(CH9)9C09H-Ph 

XV — "I \V/XX^/ ^vv^ii x xx 


it&m 6 2 8 


r11= 4-0CH9C09H-3-0H-Ph 

xv tt v/v/axx v/v/ x*x v/ wax a ax 


6 2 9 


r11= 4-0CH9C09H-2-0H-Ph 


6 3 0 


RH= 3-0CH9C09H-4-0H-Ph 


Ifc^tJ 6 3 1 


RH= 2-0CH2C02H-4-0H-Ph 


Ute® 6 3 2 


pll = 3-0CH9C09H-2-0H-Ph 

XV — \J V/vii/w/11 Xrf V/XX X XX 


^fb^tJ 6 3 3 


pll = 2-0CH9(X)9H-3-0H-Ph 

XV XV Vvll/VV/ll V vll X XX 


tt&m 6 3 4 


Rll= 4-NHCH9C09H-3-0H-Ph 

XV * A iX XV/x 1/Vv /l X w v/xx x xx 


'fb'^tf 6 3 5 


Rll= 4-NHCH9C09H~2-0H-Ph 

XV — *X tlllvli/VU/ll XV V/XX X XX 


ft-g^ 6 3 6 




6 3 7 

1 Li U-J i>V v/ kj 1 


Rll= 2-NHCH 2 C02H-4-0H-Ph 


4k-£rt/ 6 3 8 


Rll= 3-NHCH 2 C02H-2-0H-Ph 


6 3 9 


Rll= 2-NHCH 2 C02H-3-0H-Ph 


litem 6 4 0 



{±iiE# 2003-3102441 
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48/ 



Rll= 4-0CH 2 C02H-3-NH 2 -Ph 
Rll= 4-0CH2C02H-2-NH 2 -Ph 
Rll= 3-0CH 2 C0 2 H-4-NH 2 -Ph 
Rll= 2-0CH 2 C0 2 H-4-NH 2 -Ph 
Rll= 3-0CH 2 C02H-2-NH 2 -Ph 
Rll= 2-0CH 2 C0 2 H-3-NH2-Ph 
Rll= 4-NHCH2C02H-3-NH 2 -Ph 
Rll= 4-NHCH 2 C0 2 H-2-NH 2 -Ph 
Rll= 3-NHCH 2 C0 2 H-4-NH 2 -Ph 
Rll= 2-NHCH 2 C0 2 H-4-NH 2 -Ph 
Rll= 3-NHCH 2 C0 2 H-2-NH 2 -Ph 
Rll= 2-NHCH 2 C0 2 H-3-NH 2 -Ph 
Rll= 4-(CH 2 ) 2 C0 2 H-3-0H-Ph 
Rll= 4-(CH 2 ) 2 C0 2 H-2-0H-Ph 
Rll= 2-C0 2 H-4-0H-Ph 
Rll= 2-C0 2 H-3-0H-Ph 
Rll= 4-C0 2 H-2-0H-Ph 
Rll= 4-C0 2 H-3-0H-Ph 



tt&%B 6 4 1 
it&m 6 4 2 
it-^m 6 4 3 
it&m 6 4 4 
it^m 6 4 5 

6 4 6 
4 7 

6 4 8 
\\&m 6 4 9 

6 5 0 
* 6 5 1 

6 5 2 
ffrfr* 6 5 3 

6 5 4 
4fr8~% 6 5 5 
ffrg^ 6 5 6 
tt&m 6 5 7 
4 6 5 8 



[0 10 4] 

R8= 4-MeO-Ph, R9= Me, R*0= Met?* fJR^^Tt^tt^ 
[0 10 5] 
«1 2] 

iit-i2 



Rll 



Rll= 2-0H-Ph 
Rll= 3-0H-Ph 



it&W 6 5 9 
>fb^ 6 6 0 



ttifiE# 2003-3102441 




$12 0 0 2 



Rll= 4-0H-Ph 

Rll= 3,4-(0H) 2 -Ph 

Rll= 2,4-(0H) 2 -Ph 

Rll= 3,5-(0H) 2 -Ph 

Rll= 2,3-(0H) 2 -Ph 

Rll= 2,5-(0H) 2 -Ph 

Rll= 3-N0 2 -Ph 

Rll= 2-NH 2 -Ph 

Rll= 3-NH 2 -Ph 

Rll= 4-NH 2 -Ph 

Rll= 2-C0 2 H-Ph 

Rll= 3-C0 2 H-Ph 

Rll= 4-C0 2 H-Ph 
Rll= 2 -0CH 2 C0 2 H-Ph 
Rll= 3-0CH 2 C0 2 H-Ph 
Rll= 4-0CH 2 C0 2 H-Ph 
Rll= 2 -CH 2 C0 2 H-Ph 
Rll= 3-CH 2 C0 2 H-Ph 
Rll= 4-CH 2 C0 2 H-Ph 
Rll= 2-NHCH 2 C0 2 H-Ph 
Rll= 3-NHCH 2 C0 2 H-Ph 
Rll= 4-NHCH 2 C0 2 H-Ph 
Rll= 2-(CH 2 ) 2 C0 2 H-Ph 
Rll= 3-(CH 2 ) 2 C0 2 H-Ph 
Rll- 4-(CH 2 ) 2 C0 2 H-Ph 
Rll= 4-0CH 2 C0 2 H-3-0H-Ph 
Rll= 4-0CH 2 C0 2 H-2-0H-Ph 
Rll= 3-0CH 2 C0 2 H-4-0H-Ph 
Rll= 2-0CH 2 C0 2 H-4-0H-Ph 



2 9 6 4 6 8 




\t&m 6 6 1 

ik&mt 6 2 
it&W6 6 3 

tt&®6 6 4 

it&m 6 6 5 
it&m 6 6 6 
6 6 7 

it^me 6 8 

it&®§ 6 9 
6 7 0 

it&m 6 7 1 

6 7 2 
it&m 6 7 3 
ik&Wj6 7 4 
it&m 6 7 5 
<fc^tJ6 7 6 
ft&m 6 7 7 
6 7 8 
6 7 9 
jfc^6 8 0 

ik&to6 8 i 

ft-g-^ 6 8 2 
tt&® 6 8 3 
^%6 8 4 
6 8 5 
Ifc^ 6 8 6 
ffc-frfc 6 8 7 
ft#%6 8 8 
6 8 9 



fctliE# 2003-3102441 



0 0 2 



-296468 



: 50/ 



Rll- 
iv — 


S-0CHoC0oH-2-0H-Ph 


ik^y® 6 9 0 


Rll- 


2-0CHoC09H-3-0H-Ph 


lb^ 6 9 1 


Rll= 


4-NHCH9C09H-3-0H-Ph 


ik^tyf) 6 9 2 


Rll= 


4-NHCH9C09H-2-0H-Ph 


Ib^ 6 9 3 


Rll- 

IV — 


S-NHCHoC09H-4-0H-Ph 

O 1 li 1 / V V /1 1 * V/ll A IX 


4b-£^ 6 9 4 


Rll- 

IV — 


2-NHCH9CO9H-4-OH-PII 
Li llllV/11 /\j\J /\.X. *X V/1 A X IX 


i^ty) 6 9 5 


Rll- 

Iv — 


3-NHCH9C09H-2-0H-Ph 


f b^ 6 9 6 


Rll- 

Iv — 


2-NHCH9C09H-3-0H-Ph 


\\&% 6 9 7 


Rll- 

IV — 


4-0CH9CO9H-3-NH9-P11 

*x v/ liiiy^ x ix 


4b^% 6 9 8 


Rll- 

IV — 


4-OCH9C09H-2-NH9-P11 


jb^-t? 6 9 9 


Rll= 

IV — 


3-0CH9C09H-~4-NH9-Ph 


7 0 0 


Rll- 

Iv — 


2-0rH9C09H-4-NH9-Ph 


jb-^% 7 0 1 


Rll- 

IV — 


S-0fH9C09H~2-NH9~Ph 

J Vy/Vll/VV//ll " Alll/^ X 11 


ib-a-% 7 0 2 


Rll- 

IV — 


2~0CH9C09H-3»NH9--Ph 


Ib-B-t? 7 0 3 


Rll- 

IV — 


4-NHrH9rnoH-3-NH9-Ph 

*± — INllv/lI^v/V/^ll «J A AA 


Ib^tJ 7 0 4 


Rll= 

IV — 


4-NHCH9C09H-2-NH9-Ph 


7 0 5 


Rll- 

IV — 


S-NHCH9C09H~4-NH9-Ph 

■ J ill Ivl */ vV/ /l 1 * lYll/^ X 11 


<b*£i^ 7 0 6 


Rll- 

IV — 


2-NHCH9C09H-4-NH9-Ph 

• 4 *~iiiiiv«/ii y w/x aa * 1 ^ Al ^ * A 


7 0 7 


Rll- 
Iv - 


• ^-NHrHorOoH-2-NHo-Ph 


Ib^t? 7 0 8 


Rll- 

Iv - 




-fb^-t? 7 0 9 


Jtv* •*■= 




W^^l 1 0 


Iv = 


= ft— v^ri2/ 2^"2" " vn — rn 


ik'&tfoi 1 1 


t>l 1 


= Z-CU2n-4-Un-rn 


AVs&Wn 7 12 


Rll= 


= 2-C02H-3-0H-Ph 


it&m 713 


Rll = 


= 4-C02H-2-0H-Ph 


7 14 


Rll= 


= 4-C0 2 H-3-0H-Ph 


^fb^tl 7 15 



[0 10 6] 

R8= 4-EtO-Ph, R9= Me, Rl0= MeT-fc ^H^XT^m-fW^X^hVC^mo 
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[0 10 7] 
[*1 3] 

1 3 



R 11 


1 Lin 


Rll= 2-OH-Ph 


1 unW 7 1b 


Rll= 3-0H-Ph 




Rll= 4-0H-Ph 


1 u'a W 7 1 o 


Rll= 3,4-(0H)2-Ph 


iixtiw / i y 


Rll= 2,4-(0H) 2 -Ph 


vf U >£s.Jton T O H 

IL^W I Z v 


Rll= 3,5-(0H) 2 -Ph 


lis S^ftJm T O 1 

1 L^o ^ 7 Z 1 


Rll= 2,3-(0H) 2 -Ph 


/r^ A.fWn TOO 


Rll= 2,5-(0H) 2 -Ph 


1 WtlW 7 Z o 


Rll= 3-N0 2 -Ph 


ILpH / Z 4 


Rll= 2-NH 2 -Ph 


y^fHn 7 o c 

ILpTyJ /ZD 


Rll= 3-NH 2 -Ph 


yf U y£s.fMn T O £ 
1 /ZD 


Rll= 4-NH 2 -Ph 


v^fHn TOT 


Rll= 2-C0 2 H-Ph 


1 bin 4*3 / Z O 


Rll= 3-C0 2 H-Ph 


y^vrfjAn t 9 Q 

lu'pli / z y 


Rll= 4-C0 2 H-Ph 


/i^v^rtjjTt t q n 
lu^iW / o U 


Rll= 2 -0CH 2 C0 2 H-Ph 




Rll= 3-0CH 2 C0 2 H-Ph 


Ifc-^tf 7 3 2 


Rll= 4-0CH 2 C0 2 H-Ph 


tt^-%7 3 3 


Rll= 2-CH 2 C0 2 H-Ph 


7 3 4 


Rll= 3-CH 2 CX) 2 H-Ph 


7 3 5 


Rll= 4-CH 2 C0 2 H-Ph 


ft^tr 7 3 6 


Rll= 2-NHCH 2 C0 2 H-Ph 


ft-frW 7 3 7 


Rll= 3-NHCH 2 C0 2 H-Ph 


7 3 8 
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Rll- 


*± INllV/ll/jV/V/yjll A A * 


3 9 


Rll- 


2- ( CUo) oCOoH-Ph 


it&m 7 4 0 


Rll- 

IV — 


3- (CHo) oCOoH-Ph 


4fc^ 7 4 1 


Rll- 


^ VVvliyJ/ /;V/V//jlA 1" 


4k^ 7 4 2 


Rll= 


4-0CH9C09H-3-0H-Ph 


-fk^tf 7 4 3 


Rll= 

IV — 


4-0CH9C09H-2-0H-Ph 


it^m 7 4 4 


Rll= 

IV — 


3-0CH9C09H-4-0H-Ph 

kJ VVll/VV/il ~ VAX X XX 


-fk^tJ 7 4 5 


Rll- 

XV — 


2-0rH9f0oH-4-0H-Ph 

xv V/ Wl 1/j V/V//J1 1 t V/ll X IX 


ik^ 7 4 6 


Rll- 
Iv — 


3-0fHof09H-2~0H--Ph 

v> V/ wl i y V/V/ yi l xv v/n x ix 


ik^tya 7 4 7 


Rll- 

XV — 


2-0CHoC09H-3-0H-Ph 

xv v/Vyi i y V/ w y 1 1 o v/n x ax 


<k-£-% 7 4 8 


Rll- 
xv — 


4-NHCH9C09H--3-0H-Ph 

*I 1Y11V/11 V V/V/yJll vll X XX 


it&m 7 4 9 


Rll- 

Iv — 


4-NHfHof09H-2-0H-Ph 

*± 1X1 lV/1 i /j vv^l 1 xv V/ll X 11 


jk^% 7 5 0 


Rll- 

XV — 


o — iNixv/i x y v/V/ yi l ** v/n x li 


4k^% 7 5 1 


Rll- 

Iv — 


2--NHrH9C09H-4-0H-Ph 

xv iXllV/lly^VA/y^ll *± V/ll 1 11 


4k^tf 7 5 2 


Rll- 

IV — 


S-NHrH9C09H-2-0H-Ph 

O IXIlvli/jV/V/yJll id V/ll 1 11 


7 5 3 


Rll- 

IV — 


2-NHCH9C09H--3--0H-Ph 

xV lulvll/vv/ii V Vil X. XX 


4k^% 7 5 4 


Rll- 

XV — 


4-0CH9C09H-3-NH9-Ph 

• *x V/ V/l 1 X V/V/ y 1 1 v/ 1XAAX X Ix 


7 5 5 


Rll- 

IV — 


• *x V/ V/l lyj \AJ £1 1 xv 1X11/J X 11 


7 5 6 


Rll- 

IV - 


• S-nrH9f09H-4-NH9-Ph 

* O V/V/li/jVA//jll a ixi lyj x ix 


4k^% 7 5 7 


Rll- 
Iv - 


• 2-0CH9C09H-4-NH9-Ph 
xv V/V/lly*V/V/ yxi *x Aixxyj x xx 


it&m 7 5 8 


Rll- 

XV - 


- ^-0CH9C09H-2-NH9-Ph 

- 0 v/V/i l/j w/ yji 1 xv iiiiyj x 11 


ik^ 7 5 9 


Rll- 

IV - 


- 2-0rH9f09H-3-NH9-Ph 

- xv V/VvXXyjVA/yJll %J IXllyj X 11 


jk^t/ 7 6 0 


Rll- 

XV 


- 4-NHCH9C09H-3-NH9-Ph 

- *x lYllV/il/JV/V/y^AA 1/ iiAiyj x aa 


tt&tyQ 7 6 1 


Rll- 

AV***- 


- 4-NHrHof09H--2-NH9-Ph 

- 4r~lNnV/IiyjV/V/yjXX xv 1X1 lyj 1 11 


4k^% 7 6 2 


Rll- 

XV - 




ik&ty) 7 6 3 




= Z-ImLn 2 LU 2 n-4-Nri2-ru 


AY4$-W\ 7 6 4 


Rll. 


= 3-NHCH 2 C0 2 H-2-NH 2 -Ph 


ik^ 7 6 5 


Rll: 


= 2-NHCH 2 C0 2 H-3-NH 2 -Ph 


itSm 7 6 6 


Rll 


= 4-(CH 2 ) 2 C0 2 H-3-0H-Ph 


ffrfclfo 7 6 7 
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Rll= 4-(CH 2 )2C02H-2-0H-Ph it^m 7 6 8 

Rll= 2-C0 2 H-4-0H-Ph 7 6 9 

Rll= 2-C0 2 H-3-0H-Ph KG® 7 7 0 

Rll= 4-C0 2 H-2-0H-Ph it&to 7 7 1 

R ll = 4-C0 2 H-3-0H-Ph 7 7 2 



[0 10 8] 

R8= 4-n-Pr0-Ph, R9= Me, R 1 ^ Met?* ^RllrimTK^temife^fcMt^o 
[0 10 9] 
»1 4] 



Rll 




Rll= 2-OH-Ph 


ft&m 7 7 3 


Rll= 3-OH-Ph 


i\&%0 7 7 4 


Rll= 4-OH-Ph 


tt>%® 7 7 5 


Rll= 3,4-(0H) 2 -Ph 


tt&m 7 7 6 


Rll- 2,4-(0H) 2 -Ph 


tt&m 7 7 7 


Rll- 3,5-(0H) 2 -Ph 


it&m 7 7 8 


Rll- 2,3-(0H) 2 -Ph 


\\&m 7 7 9 


Rll- 2,5-(0H) 2 -Ph 


tt&m 7 8 0 


Rll- 3-N0 2 -Ph 


^^tl 7 8 1 


Rll= 2-NH 2 -Ph 


7 8 2 


Rll- 3-NH 2 -Ph 


ft^fe 7 8 3 


Rll= 4-NH 2 -Ph 


it&b 7 8 4 


Rll- 2-C02H-Ph 


tt^tf 7 8 5 


Rll= 3-C02H-Ph 


ft-frW 7 8 6 


Rll = 4-C02H-Ph 


tt&m 7 8 7 
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pll = 2-0CH9C09H-Ph 

XV AV vvll/vv £d 


ft-fr* 7 8 8 


r11 = 3-.OCHoC09H-Ph 


ft-fr* 7 8 9 


Rll= 4-0CH9C09H-Ph 


7 9 0 


r11= 2-CH9C09H-Ph 

XV AW WllA VV^AA * ■*■■*■ 


*b£"%7 9 1 


pll = 3-CH9CO9H-PI1 

IV — v vll/vv/l* 


it^S 7 9 2 


pll_ 4-CH9CO9H-PI1 

IV — *± vll^VV^ll A 11 


7 9 3 


Rll- 2-NHCH9C09H-Ph 

XV — aw i"l 1 vl x./\J\J * AAA 


7 9 4 


Rll= 3-NHCH9C09H-Ph 


ffrfrflf 7 9 5 


Rll= 4-NHCH9CO9H-PI1 


fb^tf 7 9 6 


Rll= 2-(CH9)9C09H-Ph 

IV — AW \Vll^/ ^ VV^Al X IX 


4k&Vd 7 9 7 


pll = 3-(CH9)9C09H-Ph 

IV — v \vll^/ ^ vV ^x X x 11 


* 7 9 8 


pll- 4-(CH9)9C09H-Ph 


It&m 7 9 9 


r11 = 4-0CH9C09H-3-0H-Ph 

XV x v Vl * / v v ai » v v** * 


ffrgrffe 8 0 0 


pll- 4-OCH9C09H-2-OH-Ph 

IV — TC UVll/VV/ll AW VIA A AA 


ib-a-tf 8 0 1 


pll_ S-0CH9C09H-4-0H-Ph 

J\ — v V/Vyll/w^ll * Vll 1 IX 


8 0 2 


r11 = 2-0CH9C09H-4-0H-Ph 

XV AW VVl AXVVXA A * VAA A AA 


it&m 8 0 3 


pll_ VOCH9CO9H-2-OH-PI1 

XV — v vvll/w/11 AW Vll X AX 


Ib^tJ 8 0 4 


pll- 2-OCH9C09H-3~0H-Ph 

XV — u UWl/W^ll v vll x 11 


-fb^ 8 0 5 


Rll= 4-NHCH9C09H-3-0H-Ph 

XV A lU IVl * / V V /I * V VAA A A A 


ik&yos 0 6 


pll- 4-NHCH9C09H-2-0H-Ph 

XV — ^ lYLlV/11 A VV X* * " VA A A A A 


* fc#«& 8 0 7 


pll- ^-NHrH9C09H-4~OH-Ph 

XV — O INllV/l 1 / V/ v^l 1 ^ vix X IX 


8 0 8 


pll- 2-NHCH9C09H-4~0H-Ph 

xv — Cj iviiviiy v/v^ia * vii 1 11 


8 0 9 


pll- 3-NHCH9C09H-2-0H-Ph 

XV V lUlVil/VV/ll AW VAA A A A 


8 1 0 


Rll= 2-NHCH?C09H-3-0H-Ph 


<b£^ 8 1 1 


pll- 4-0CH9C09H-3-NH9-Ph 

IV A VVll/vV/11 V AlAAy^ A A A 


8 1 2 




Ib-a"^ 8 1 3 


Rll= 3-0CH 2 C0 2 H-4-NH 2 -Ph 


<b^tJ 8 1 4 


Rll= 2-0CH 2 C02H-4-NH 2 -Ph 


^fb^-tJ 8 1 5 


Rll= 3-OCH2CO2H-2-NH2-PI1 


4b£-%8 1 6 
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Rll= 2-0CH 2 C0 2 H-3-NH2-Ph 
Rll= 4-NHCH2CO2H-3-NH2-PI1 
Rll= 4-NHCH 2 C0 2 H-2-NH2-Ph 
Rll= 3-NHCH 2 C0 2 H-4-NH2-Ph 
Rll= 2-NHCH2C02H-4-NH2-Ph 
Rll= 3-NHCH 2 C0 2 H-2-NH 2 -Ph 
Rll= 2-NHCH 2 C0 2 H-3-NH 2 -Ph 
Rll= 4-(CH 2 )2C0 2 H-3-0H-Ph 
Rl 1= 4- (CH 2 ) 2C02H-2-0H-Ph 
Rll= 2-C02H-4-0H-Ph 
Rll= 2-C02H-3-0H-Ph 
Rll= 4-C02H-2-0H-Ph 
R ll = 4-C02H-3-0H-Ph 



it&yas 1 7 

it&m 8 1 8 
it^-m 819 

jfc^tf 8 2 0 
-fb^-tJ 8 2 1 

8 2 2 
8 2 3 
\\&m 8 2 4 
8 2 5 
8 2 6 

it^ms 2 7 

8 2 8 
it&m 8 2 9 



[0 110] 

R8= 4-i-Pr0-Ph, R9= Me, R*0= Ife-Cfc V)&H*\>XT^^WW&~Z3bMY&®t 
[0 111] 
»1 5] 

5 



Rll 



Rll= 2-OH-Ph 
R ll = 3-OH-Ph 
Rll= 4-OH-Ph 
Rll= 3,4-(0H) 2 -Ph 
Rll= 2,4-(0H) 2 -Ph 
Rll= 3,5-(0H) 2 -Ph 
Rll= 2,3-(0H) 2 -Ph 



8 3 0 
8 3 1 
4b£-4fc 8 3 2 
8 3 3 
8 3 4 
\\&m 8 3 5 
ft^tf 8 3 6 
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pll- 9 ^-fOH^o-Ph 


ik&%J 8 3 7 


T?ll- 3-NOo-Ph 


8 3 8 


r11= 2-NHo-Ph 


tt&m 8 3 9 


pll = ^-NHo-Ph 

IV — \J lMl£ 1 11 


<b£"t7 8 4 0 


pll- 4-NHo-Ph 

IV — *X 1M1^ X 11 


8 4 1 


pll = 2-CO9H-PI1 


4b£* 8 4 2 


pll = 3-C09H-Ph 

IV — \J V/V/^ll A 11 


8 4 3 


pll = 4-C0?H-Ph 


4b^ 8 4 4 


pll = 2-OCH9CO9H-PI1 

IV w V/vU/W^t* 1 11 


4b^t7 8 4 5 


pll- 3-OCH9CO9H-PI1 

IV — «J V/vyll^v/V/^ii 1 ii 


tt&m 8 4 6 


r11 = 4-0CH9C0?H-Ph 


8 4 7 


pll = 2-CH9CO9H-PI1 

IV — V/Il/W/l* 1 11 


it&m 8 4 8 


pll- 3_CHoC09H-Ph 

XV — v) V/ll^/V/V^H X 11 


4b-^ 8 4 9 


pll = 4-CH9CO9H-PI1 

XV — Tc V/ll^vvv/^ll A 11 


4b^% 8 5 0 


pll = 2-NHCH9CO9H-PI1 


tt&W 8 5 1 


pll- 3-NHCH9CO9H-PI1 

XV ij illlVy'llX*-'^-' ^ 


fb^% 8 5 2 


pll = 4-NHCH9C09H-Ph 

XV — TC lUlVll/V/V/11 111 


8 5 3 


Rll= 2- (CHo) 9CO9H-PI1 

XV — Cd \V11^J/ ^V/V/^ll A 11 


8 5 4 


pll- 3-(CH9)9C0oH-Ph 

IV — «J \V/ii^/ ^v/vy^ii a 11 


-fb^ 8 5 5 


pll = 4-(CH9)9C09H-Ph 


8 5 6 


Pll- 4-0CH9C09H-3-0H-Ph 

XV — TT VVXl/W/ll V/ V/ll X 11 


ib^t? 8 5 7 


pll- 4_0CH9C09H-2-0H-Ph 


it-km 8 5 8 


r11 = 3-0CH9C09H-4-0H-Ph 


<b^-% 8 5 9 


pll = 2-OCH9C09H-4-0H-Ph 

lV — LJ vvli/VA//ll * V/ll X XX 


'fb^tJ 8 6 0 


pll = 3-0CH9C09H-2-0H-Ph 

IV V/ yV/1 1. /\j\J /1 1 fcrf V/ll x 


it&m 8 6 1 


pll 9 nnpr^rnrjj q nu Ph 
K XJ -= Z-ULn2w2n-o~Un-rn 


/ fh^-#J 8 6 2 


Rll= 4-NHCH2C02H-3-0H-Ph 


Ib^tJ 8 6 3 


Rll= 4-NHCH2C02H-2-0H-Ph 


^fb^-t? 8 6 4 


Rll= 3-NHCH2C02H-4-0H-Ph 


8 6 5 
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Rll= 2-NHCH 2 C02H-4-0H-Ph 
Rll= 3-NHCH 2 C02H-2-0H-Ph 
Rll- 2-NHCH 2 C0 2 H-3-0H-Ph 
Rll= 4-0CH2C0 2 H-3-NH 2 -Ph 
Rll= 4-0CH 2 C0 2 H-2-NH 2 -Ph 
Rll= 3-0CH 2 C0 2 H-4-NH 2 -Ph 
Rll= 2-0CH 2 C0 2 H-4-NH 2 -Ph 
Rll= 3-0CH 2 C0 2 H-2-NH 2 -Ph 
Rll= 2-0CH 2 C02H-3-NH 2 -Ph 
Rll= 4-NHCH 2 C0 2 H-3-NH 2 -Ph 
Rll= 4-NHCH2C0 2 H-2-NH 2 -Ph 
Rll= 3-NHCH2C0 2 H-4-NH 2 -Ph 
Rll= 2-NHCH2C0 2 H-4-NH 2 -Ph 
Rll= 3-NHCH 2 C02H-2-NH 2 -Ph 
Rll= 2-NHCH 2 C0 2 H-3-NH 2 -Ph 
Rll= 4-(CH 2 ) 2 C0 2 H-3-0H-Ph 
Rll= 4-(CH 2 ) 2 C0 2 H-2-0H-Ph 
Rll= 2-C0 2 H-4-0H-Ph 
Rll= 2-CX)2H-3-0H-Ph 
Rll= 4-C0 2 H-2-0H-Ph 
Rll. 4-C02H-3-0H-Ph 



8 6 6 
it&m 8 6 7 
8 6 8 
it&& 8 6 9 
it&m 8 7 0 
8 7 1 
tt&tyl 8 7 2 
tt&m 8 7 3 
it^ty} 8 7 4 
8 7 5 
8 7 6 
<b^tJ 8 7 7 
ft-g^ 8 7 8 
tt&m 8 7 9 
8 8 0 

w&m 8 8 1 

8 8 2 
it&m 8 8 3 
ft-g^ 8 8 4 
8 8 5 
8 8 6 



[0 112] 

R 8 = 4-t-BuO-Ph, R9= Me, Rl0= MeT& OR 11 * , aT»w^i-*jfclf-e**ft'fr*o 
[0 113] 
[*1 6] 
*1*-16 
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pll = 2-OH-Ph 


it&m 8 8 7 


r11 = 3-OH-Ph 


8 8 


r11= 4-OH-Ph 

XV "X V/*A A A* 


it0r®8 8 9 


Rll= 3 4-(0H)9-Ph 


8 9 0 


r11= 2 4-(0H)9-Ph 


tt#$J 8 9 1 


Rll= 3,5-(0H)?-Ph 


it&m 8 9 2 


Rll= 2 3-(0H)9-Ph 

XV *V> Kj \V/11/ ^ A A A 


<b^tJ8 9 3 


2 5-(0H)9-Ph 

XV — Uy \J VV/11/ ^ A IX 


tt&m 8 9 4 


pll = 3-N09-Ph 


8 9 5 


pll= 9-NH9-Ph 

xv — xv *£ 


it&WS 9 6 


pll= 3-NH9-Ph 

XV V »w 


^tJ8 9 7 


r11= 4-NH9-Ph 

XV ^ 1U1^ * A A 


^tJ8 9 8 


RH= 2-C09H-Ph 


tt^fe 8 9 9 


r11= 3-C09H-Ph 


4\&V0 9 0 0 


Rll= 4-C02H-Ph 


9 0 1 


RH= 2-0CH9C09H-Ph 


it&m 9 0 2 


Rll= 3-0CH9C09H-Ph 


'fb^-tJ 9 0 3 


r11= 4-0CH9C09H-Ph 


i\&W 9 0 4 


RH= 2-CH9C09H-Ph 


9 0 5 


r11 = 3-CH9CO9H-PI1 


9 0 6 


Rll= 4-CH9C09H-Ph 


<f t^tf 9 0 7 


r11= 2-NHCH9C09H-Ph 


f 9 0 8 


Rll= 3-NHCH9C0?H-Ph 


9 0 9 


Pll- 1 NWPHoPftoH-Ph 
Xv ■*■ — ft - i\nvyn^vyv/^ri — r n 


9 10 


Rll= 2-(CH 2 )2C0 2 H-Ph 


4fc^ 911 


Rll= 3-(CH 2 )2C0 2 H-Ph 


fl5<fr» 9 1 2 


Rll= 4-(CH 2 )2C0 2 H-Ph 


4fc^ 9 1 3 


Rll= 4-0CH 2 C0 2 H-3-0H-Ph 


iY&W 9 1 4 
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r11 = 4-OCH9CO9H-2-OH-PI1 

XV — Tt vvll/VV/ /I* w wax * 


it&W 9 1 5 


pll- 3~0CHoC09H-4-0H-Ph 

XV — O V/Wl 1/vw /i A * vrxx x ax 


9 1 6 


Rii= 2-OCH9CO9H-4-OH-PI1 


it&m 9 1 7 


Rll= 3-0CH9C0?H-2-0H-Ph 


lb£-tJ 9 18 


r11= 2-0CH2CO2H-3-0H-Ph 


<fc^ 9 19 


pll- 4-NHCHoC09H-3-0H-Ph 


vc&m 9 2 0 


pll- 4-NHCH9C09H-2-0H-Ph 


9 2 1 


pll- ?-NHCH9C09H-4-0H-Ph 

XV — O 1 u ivl vv ^1 1 * v/xx xxx 


<b^tJ 9 2 2 


pll- 2-NHCHoC09H-4-0H-Ph 

XV ~" 4/ 1»1 1V/1 1 / VV//1 1 A vll xxx 


9 2 3 


pll- 3-NHCH9C09H-2-0H-Ph 

XV — \J lXllvlX/V/v//** *■ vyxx x M 


. 92 A 


Rll= 2-NHCH9C09H-3-0H-Ph 


it&to 9 2 5 


pll- 4-0CH9C09H-3-NH9-Ph 

XV *I \/vll/vV//iA xixx^r X XX 


it^-m 9 2 6 


r11 = 4_0CH9C09H-2-NH9-Ph 


9 2 7 


pll- V0fH9C09H-4-NH9-Ph 

XV — O Uvn^W^ll *± l^Al^ X IX 


it&W 9 2 8 


Rll= 2-0CH9C09H-4-NH9-Ph 


9 2 9 


pll- ^-nCHoC09H-2-NH9-Ph 

XV — O — Uv/xl^v/v^lx xw X XX 


tt^tJ 9 3 0 


pll- ?-0CHor/j9H-3-NH9-Ph 


ik&to 9 3 1 


pll- 4-NHCHoC09H~3-NH9-Ph 


tt&m 9 3 2 


Rll= 4-NHCH9C09H-2-NH9-Ph 


4t£-& 9 3 3 


pll- 3-NHrHoC0oH-4->IH9-Ph 


9 3 4 


pll- ?-NHrHof0oH-4-NH9~Ph 


it&m 9 3 5 


pll- ^-NHrHor0oH-2-NH9-Ph 


9 3 6 


pll- 2-NHCH9C09H-3-I>IH9-Ph 

XV — £j iviiv/ixy vvv/ yxx «j iixx^ x. xx 


it&m 9 3 7 


pll- A-ffHo^oCOoH-^-OH-Ph 


^fb-a-tJ 9 3 8 


pll- A-(fHo}ofijoH-2-0H-Ph 

IV — ft VwXX^y ^W^ll fcV Wll XIX 


9 3 9 


Pll 9 PHoU A 014 Ph 


VCtetyQ 9 4 0 


Rll= 2-C02H-3-0H-Ph 


9 4 1 


Rll= 4-C02H-2-0H-Ph 


4fc^ 9 4 2 


Rll= 4-C02H-3-0H-Ph 


<ft-frl» 9 4 3 
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12002-296468 



[0 114] 

R8= 3-N0 2 -Ph, R9=Me, RlO. MeX«$> l)Rll^Ti:^tlMt^^jt^, 
[0 115] 
mi 7] 



Rll 




Rll= 3-N02-Ph 


Wktyl 9 4 4 


Rll= 2,4-(0H) 2 -Ph 


tt&m 9 4 5 


Rll= 4-t-Bu-Ph 


jfc^ 9 4 6 


[0 116] 




R8= 2-Py, R9= Me, RlO= 


Met? & 19 Rll^T H^i-*mStr^ & it 


[0 117] 




[11 8] 








Rll 




Rll= 3-N02-Ph 


Vc^tyO 9 4 7 


Rll= 2,4-(0H) 2 -Ph 


9 4 8 



[0 118] 

4 5) 4 4) ^) jh-^t l~948ORl0<^)^ f h 'J 7 ;V t n ^ f 

^.^Ktzm^^-tMt^m^ 4 9- 1 8 9 6T^£*U> Yuy^^yV 
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m 



M 2002-296468 



^-v : 61/ 



[0 119] 

4 6) 4 4) (TiW&m 1-9 4 8 <DiY&m<K R 1 0 <0 * * fr&WfcW83-&£Mk 
ZtLltm&ttlTZtt&yB 1 8 9 7-2 8 4 4t^$^ fn^^if^V-b 

[0 12 0] 

4 7) 4 4) SBfWvffr&l&O 3 <b^6 1 -9 4 6 "e^$*L*fl*i£*^rf & 
[0 12 1] 

4 8) 4 5) iB^Kb^^^ it^Sl 0 0 9- 1 8 9 4"C&*ti&W&i 
[0 12 2] 

^m<o^. (i) x»±* (2) x^ztizft&m*. jjiToit^tttifii 

[0 12 3] 



Mb 6] 




no 

OH 
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12 0 0 2-2 9 6 4 6 8 A ^— ^ : 



[0 12 4] 

(1) Xt±5£.(2) ■C^$tL*^9Vn>'>fk'fr!»S:v^±-tO«*± 
[0 12 5] 

:£H93<7)5£ (1) XtisS (2) T^$tt^,^^«> ^R»-l6CT*HIJiBNF 

, T^*y±«^JR (^^'>^A, #;Vv">A££0 , 

[0 12 6] 

&#*a^1-£#i*£*y^£"f"*:fri**^ Mx.tf Design of Prodrug (Elsevie 
r,Amsterdam 1985) £|B|R* tLTV^o *&m<om&> *aafe**rt*»£-«\ 
<Dfl&Ql t MM ^7v'^7 / f K 4 fcafeSfefc® 2: * RJ£ £ £ I- 

K7 -^t tv^T^^t^y t It {i-0C0C 2 H 5> -0C0 (t-Bu) , -0C0C 

15H31, -0C0(m-C0 2 Na-Ph), -0C0CH 2 CH 2 C0 2 Na > -0C0CH(NH 2 )CH 3 , -0C0CH 2 N(CH 3 ) 2 
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2002-296468 ^ ^- v : 63/ 

K7 y ^£ LT#&~$?£ tv>T ^ Kfc L"Cti> -NHCO(CH 2 ) 2 oOCH3, -NHC0CH( 
NH 2 )CH 3 mtf&tf hfr&o *&m*&&1r&4k&®i!>*'tJ 

[0 12 7] 

jHteau jnjkru nrifi*j. a— T4>ym*¥<nmm*m%-tz>z.t 
* b r fi-^-t & £ &x § * « ^Sfl t± * * *fl^ 9 * y > jg 

^y3->U3a f ^o#*«l4v*L»»«l&«I^ pHW«l#k **ffc»U £5S*t*l& 
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m 2002-296468 A : 64/ 



[0 12 8] 

&fc-f2>*mi?;$.A<vm^ ^n#j&& v^itj^t*ii§:#-ete o . 1 ~ 1 o o o m 

[0 12 9] 

imsmm&*W7mB^tem^®K^mx*&& 0 z.<d£i %m&t vxittz 

[0 13 0] 

^ (1) Xltt (2) T?$$*i4e5'/n'/Mli, ^TO»5S^if?» 
[0 13 1] 



ffi|jE# 2003-3102441 




[0 13 2] 

e yy'uy (III) i*2M<D-%&K & "9 ^J*t? i * (Syn. Comm 20 (20) , 3213 (1990 
), Chem Ber 59, 320(1926) .Monatsh. Chem 89, 30(1958) & if) 0 mz-^p—* Y 
x.x?n<m (ID fcH K5y>i (R 1 NHNH 2 (D 

K (R3COC1) ^WMim ( (R 3 CO) 2 0) KJ: *) 7 vMfcL (IV) 

f f I, >: 4 - T y ;v- 5 - k Kn tf? V -Jl/i (V) 
*o ttifemtftK^yKS (R4C0NHNH 2 (VI) 

^7^77^- (HPLC) . a&jSifcfl^nvl^??^ Mmfrffi (L 

c-ms) ^^tci »)*d»-r&it**qr^t?*ao 

[0 13 3] 

[0 13 4] 
[0 13 5] 



tb!E# 2003-3102441 



2 0 0 2 - 2 9 6 4 6 8 ^ ^- v : 66/ 

fcfc&TiiS&i£#*n«7h^v'7>r — (LC-MS) o«#«f»o 

[0 13 6] 

: Waters XTerra MSC18 4. 6 X 50mm 
SMtifc I H 2 0:CH 3 CN=85:15-*15:85 
[0 13 7] 

X, ^&&m<Dit<&m*. WO 01/34585 <0%1fcm 2-5 (12-1 

[0 13 8] 

1 • 

2, 4--?fcKtt*v'$cASII N* — (1- (3-.*^;V-5-**V-l- ( 
4_g- )?7x^) -1, 5-vtKD-t'7V-;i/-4-'f'Jf>') 
;v) -fc K7V K Offrg-^2 5 3) tf>£-J& 
i - (5-tFD*y-i- (4-a - F7x^jv) - 3 - 1 H-tf 

^ y_ ;V/ _ 4 _^;V) -jr.?/ >1.03g(3mmol) t 2, 4 ->>fc Kn* v^J§,#$£ 
KK9^K 505mg(3mmol)*DMS050mHcv#ML85t:-e9B#^m#»L/io *fr*P& 
.^jg^ t ^ ^ n n a/x - f ;v i Sfe B B a t ^ ^ t i:i 'JBMftt 
^-fe^ia^h LT1.39g(W94%)#7t 0 

[0 13 9] 
iH-NMR (ppm in DMSO-de) 

8 = 2. 3 6 (s, 3H) , 2. 4 2 (s, 3H) , 2. 5 4 (s. 3H) , 6. 
3 6 (t> 1H, J=2Hz) . 6. 4 0 (d. 1H, J=2Hz) > 7. 6 8-7. 7 6 
(m> 3H) , 7. 8 6 (d> 2H. J=9Hz) 
LC/MS 

M+ =4 9 2. 27 (2. 88 min) 
[0 14 0] 

£-»J2 

3, 5-^* Kn^ftJMSfl* N'- (1- (1- (4-tert-^^7^-;V 
) _3-^^;v-5-^-^V-l, 5 - y t Fn f 7 V- 4 - 'f 'J fV) - 
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2002-296468 ^ V : 

^)V) (4fc#t/6 6) 0-£-J& 

1 - ( i - (4-tert-r^;V7^-;V) -5-tKn^v-3-^f^-l 
H-t?9 V-;l/-4--f ;v) 3, 

K?$>Kk*e>, ^ji *) mm^n^<om^t lxaq.i 

mg (JR!£40%) fcfco 

[0 14 1] 
1H-NMR (ppm in DMS0-d6) 

,5=1.29 (s, 9H), 2.36 (s, 3H), 2.41 (s, 3H), 6.45 (s, 1H), 6.76 (s, 2H) 
, 7.41 (d, 2H, J = 8.8 Hz), 7.89 (d, 2H, J = 8.8 Hz), 9.65 (s, 2H), 11.0 
8 (s, 1H). 
LC/MS 

M+ = 422 (2. 19 min) . 
[0 14 2] 

^3 

3,.5-^Fn^y$if|N'- (1- (1- (3, 4 - V* 

) _ 3 _^;v-5-*dry- l, 5 - Kn f5 4 — f'Jf>) - 

,x^;v) -tK7^K (flS-firtfel 2 9) <7)^J& 

l - (i- (3, 4 - ^f;V7x^;v) -5-tKa^y-3-^f;v-l 

i tmffi.<r>Jjmz£ v) &wm*mfc%<r>mw>wt LT57.0 

mg (J»73%) Wz 0 

[0 14 3] 
1H-NMR (ppm in DMS0-d6) 

8= 2.21 (s, 3H), 2.24 (s, 3H), 2.35 (s, 3H), 2.41 (s, 3H), 6.45 (s, 1H 
), 6.75 (s, 1H),6.76(s,1H), 7.14 (d, 1H, J = 8.3 Hz), 7.70 (dd, 1H, J = 
1.9, 8.3 Hz), 7.77 (d, 1H, J = 1.9 Hz), 9.66 (s, 2H), 11.09 (s, 1H). 
LC/MS 

M+ = 394 (1.82 min). 
[0 14 4] 
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2002-296468 ^ ^— ? I 68/ 

h^v*^^MS N*- (1- (1- (4-tert-^;V7i 
- ;V) _3_^^;v_5_^^v-i, 5-~>'^ Fnn°^v*-;v-4--f 'JfV 
) -i^-;v) — t K7V K (it&mi 1 8) O-g-Jjfc 

7;vtn^^7x^h*f>tlKWS (Synthetic Communications, 28(7), 
1223-1231, (1998).) izX^MUU LT1.36 g (JRsfs 70%) 

[0 14 5] 

1H-NMR (ppm in DMS0-d6) 

S= 3.86 (s, 1H), 4.56 (s, 2H), 7.93 (d, 2H, J = 8.3 Hz), 8.02 (d, 2H, 
J = 8.3 Hz), 9.96 (bs, 1H). 
[0 14 6] 

2) 4-* Y*vi])Vtf-)V&MMWL N'- (1- (1- (4-tert-yf-;V7 
^-;V) -3-^^;V-5-^^V-l, 5-^tKDt'7V*-^-4-^Jf 
>) -^^;v) -bK7yF^ 

1- (1- U-tert-?*^^-^) -5-tVn^«>-3-^f;V-l 
H _ t f 9 y-;l / _4-/f;V) 30.5 mg (0.11 mmol) £ 4-*> J ¥ 

y*;V^^M>Xt K?v> K 23.1 mg (0.11 mmol) £DMF 3.0 ml^^LlOO 

S^1-^>Cl^^J;t)g^^^^H^tli:tT32.9 mg 05^66%) 

[0 14 7] 

iH-NMR (ppm in DMSO-de) 

S= 1.29 (s, 9H), 2.37 (s, 3H), 2.46 (s, 3H), 3.90 (s, 3H), 7.41 (d, 2H, 
J = 8.7 Hz), 7.89 (d, 2H, J = 8.7 Hz), 8.05 (d, 2H, J = 8.4 Hz), 8.12 ( 
d, 2H, J = 8.4 Hz). 
LC/MS 

M+ = 448 (2. 64 min) . 
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2002-296468 A 69/ 



[0 14 8] 

4 - * /M?* ->£A«I N* — (1- (1- (4-tert-^;V"7^-^) ~3 
_^^ ;v _5_^-^v-i, 5-^tKDt 0 7V-^-4-^'J7 J >) -i^;V 

) -tF5^K ak^7 5) 

^4f^U4-^ b^ri/^^^^ifH N'- (1- (1- (4 
-tert-7^;V7^;v) - 3 -^A— 5 -t^rV- 1 , 5 - vfc Kn If 7 V 
_ ;v _ 4 _^ -fc: K7VF 23.2 mg (0.05 mmol) <D**S 

-;Ht 2.0 mlfc, lmol/L Tfc^Hfc^ b V ? AtR^ 255/* 1 (0.255 mmol) £ 
^-Cinx.. 6 0 f>80 TC*C 3 . 5 B#Wijn& tfco Mi&fc?fr*P&, 1 mol/L 
mm 255 ^ 1 (0.255 amol) *3mitrWffiL/i|iI5B*«r ^ § 
fiMfo^fcte^S^i: LT13.9 mg OCT 61%) #fco 

[0 14 9] 
iH-NMR (ppm in DMS0-d6) 

d= 1.29 (s, 9H), 2.37 (s, 3H), 2.45 (s, 3H), 7.41 (d, 2H, J = 8.7 Hz), 
7.89 (d, 2H, J = 8.7 Hz), 8.03 (d, 2H, J = 8.3 Hz), 8.09 (d, 2H, J = 8. 
3 Hz), 11.44 (s, 1H). 
LC/MS 

M+ = 434 (2. 38 min) . 
[0 15 0] 

6 

i-jy^^jjjVtf-fr&M&WLW- (l- (1- (3, 4-^^f^7x^ 
;v) _ 3 -p{^;i/-5-^^V-l, 5-^Knif7^-4-'f'Jf» 
-i^;u) -tK7^K 8 1) 

! _ (i_ (3, 4-^f^7x-^/) -5-tKD^i/-3-^f^-l 

7i? Kfcfrfc, <g-j£0O4 tra^^ifeJCJ: 0 Btttt*SftJteOH3#»fc LT53.0 
mg 0CT64K) #7t 0 
[0 15 1] 
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2002-296468 



^-v : 70/ 



iH-NMR (ppm in DMS0-d6> 

5= 2.21 (s, 3H), 2.25 (s, 3H), 2.36 (s, 3H), 2.45 (s, 3H), 3.89 (s, 3H) 
, 7.14 (d, 1H, J = 8.5 Hz), 7.71 (dd, 1H, J = 1.9, 8.5 Hz), 7.77 (d, 1H, 
J = 1.9 Hz), 8.05 (d, 2H, J = 8.5 Hz), 8.12 (d, 2H, J = 8.5 Hz). 
LC/MS 

M+ = 420 (2.34 min). 
[0 15 2] 

4 -^;V^v^i,#m N*- (1- (1- (3, 4-^f^7x^;P) -3 
_^ f . ;v _ 5 _3-dfy_i > 5-vtKDk , 7^-4-'f'Jf>) -^)V 
) —\l F9^K (tt&W 138) 

6 Lfc 4 - * h * v # )Vy£-)V$cMMm N * - ( 1 - ( 1 - (3 

4_^^^.; l/ - 7i -;v) -3-^^;^- 5-^-^V- 1, 
_ ;v _ 4 _^ij^>') _j.^;v) K7^F# if b^$;#!l5 t|WI1tO^^T> 
U&jmZr&M&omf^t LT21.5 mg (J|X^ 71%) #*r 0 

[0 15 3] 
iH-NMR (ppm in DMS0-d6) 

5= 2.21 (s, 3H), 2.25 (s, 3H), 2.36 (s, 3H), 2.45 (s, 3H), 7.14 (d, 1H 
, J = 8.3 Hz), 7.70 (dd, 1H, J = 1.9, 8.3 Hz), 7.77 (d, 1H, J = 1.9 Hz), 
8.03 (d, 2H, J = 8.3 Hz), 8.10 (d, 2H, J = 8.3 Hz), 11.45 (s, 1H). 
LC/MS 

M+ = 406 (2.03 min). 
[0 15 4] 

h^v#;Wi^;v3oi,#m N*- (1- (3 5 V- 1 - 

( 3_ HJ7 ^ D ^;v7x^v) -l, 5-^tKne9V-;v-4-^f i ; 

7-y) -a.^;i/) -tF7^K Mfr»3 6 6) <£>^J& 
l- (5 -t: Kudfv- 3 l - (3-f'J7;vto^f;v7x-;v 
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2002-296468 ^ v : 71/ 

59.9 mg (1R^65%) ftfco 

[0 15 5] 
1H-NMR (ppm in DMS0-d6) 

d= 2.40 (s, 3H), 2.51 (s, 3H), 3.91 (s, 3H), 7.49 (d, 1H, J = 7.4 Hz), 
7.66 (dd, 1H, J = 8.0, 8.3 Hz), 8.06 (d, 2H, J = 8.3 Hz), 8.13 (d, 2H, 
J = 8.3 Hz), 8.29 (d, 1H, J = 8.0 Hz), 8.45 (s, 1H), 11.55 (bs, 1H), 12. 
47 (bs, 1H). 
LC/MS 

M+ = 460.41 (2.69 min). 
[0 15 6] 

4-%JUtf*is&M&WL N'- (1- (3-^;V-5-**V-l- (3-h 

'j7;vtn^fA/7x^) -l, Fnn 0 7V-;v-4 ->f vr>) - 

if;v) -U'r^F «t^3 2 3) O^J& 

-g-j&W 8 -e^L/i 4 - * h * v * N' - (1- ( 3 - * 

;v _5_^-^y_i- (3->'J7;vtn^f^7x-;v) -1, 5-yHKn 

Ct, @fttJ&i£ftfe<9@?»^ LT26.5 mg (I|pp78%) %tz Q 

[0 15 7] 
iH-NMR (ppm in DMS0-d6) 

8= 2.41 (s, 3H), 2.51 (s, 3H), 7.49 (d, 1H, J = 8.0 Hz), 7.66 (dd, 1H, 
J = 8.0 Hz), 8.03 (d, 2H, J = 8.3 Hz), 8.10 (d, 2H, J = 8.3 Hz), 8.29 ( 
d, 1H, J =8.0 Hz), 8.45 (s, 1H), 11.52 (bs, 1H), 12.46 (bs, 1H). 
LC/MS 

M+ = 446.38 (2.29 min). 

[0 15 8] 
^^1J 1 0 

4_^^y^;^-^lf^N'- (1- (3-^f-;V-5-**V-l- 




ffiiE# 2003-3102441 



2002-296468 ^ ^-v . 

( 4 _pj 7; ^n^^V7x^) -1, 5— 5>fc Kntf9V-;v-4— f U 
^y) - 1: K7-7K Wfc-6*4 2 7) O^Jfi 

x _ (5-n (4-f'J7Ji'tn^f;V7x-;v 

58.9 mg (1DUP65X) *#fco 

[0 15 9] 
iH-NMR (ppm in DMS0-d6) 

5= 2.40 (s, 3H), 2.51 (s, 3H), 3.91 (s, 3H), 7.77 (d, 2H, J = 8.5 Hz), 
8.06 (d, 2H, J = 8.5 Hz), 8.13 (d, 2H, J = 8.5 Hz), 8.26 (d, 2H, J = 8. 
5 Hz), 11.56 (bs, 1H), 12.46 (bs, 1H). 
LC/MS 

M+ = 460.41 (2.62 min). 
[0 16 0] 
1 1 

4-*;v^y^ifiN*- (l- (3-*f"*'-5-**V-l- (4-h 
i;7;vtn^f;v7x-;v) -1, 5 -Vii Knif 5^- 4 ->f V r*» - 
jl^;v) -fc K7vK tffrfrW3 8 4) 4>£-j£ 

0-C-frJSL^4-^ Y*zs*)\'#-fr&M.mWt N'- (1- (3-* 
^ ;v _ 5 _^v- 1 - (4->'J7;vtn>f;V7x^;v) -1, 5-v^K 

&lc-C> llft^&$tftfeO@^fc LT18.6 mg (JR^68%) %tz 0 

[0 16 1] 
iH-NMR (ppm in DMS0-d6) 

8= 2.40 (s, 3H), 2.51 (s, 3H), 7.77 (d, 2H, J = 8.7 Hz), 8.03 (d - , 2H, 
J = 8.2 Hz), 8.10 (d, 2H, J = 8.2 Hz), 8.23 (d, 2H, J = 8.7 Hz), 11.53 ( 
bs, 1H), 12.45 (bs, 1H). 
LC/MS 

M+ = 446.38 (2.31 min). 
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2002-296468 ^ ^-v : 

[0 16 2] 

^J&tffl 1 2 

3-#^#*i/*A«HI N'- (1- (1- U-tert-r*-*?*-*) -3 
) -tKr/K (jk^»7 4) 

1) 3-^ ^y*;^M>Xt K7^F^ 

LT244.6 mg (JR2$ >99%) 

[0 16 3] 
1H-NMR (ppm in DMS0-d6> 

S = 3.89 (s, 3H), 4.61 (bs, 2H), 7.62 (dd, 1H, J = 8.0 Hz), 8.08 (dd, 
. 2H, J = 1.8, 8.0 Hz), 8.42 (d, 1H, J = 1.8), 9.98 (bs, 1H). 
LC/MS 

M+ = 194 (0.51 min). 
[0 16 4] 

2) 3-* h*v#;V**-^S#m N'- (1- (1- (4-tert-7^;V7 

-3-*^;v-5-**V-l, 5-vliKnif7^-4-^Jf 

1 - ( 1 - (4-tert-^;V7^^;V) -5-tKn^rv-3-^f^-l 

H-k'7V*-iv-4-'f;i') -x^y> s-^F+v*^^^^ 
K9VKfc*^ -£j£0O4 kWIfll^ife^J: •? E^^M^OWi^t LT64.6 
mg (JR^70%) 

[0 16 5] 

3) (1- (1- (4-tert-^;V7^-;V) 
_3_pt?-;V- 5-**V- 1, 5 -Vt KD ^9/-^- 4 - ^ V f» - JL 

2) -e^U^3-> N'- (1- (1- (4-te 

rt-^f^yx-^) _3_^^-;v,_5_^ipy- 1, 5 Kn fc?9 V*-;V 




ffilE# 2003-3102441 



0 0 2 - 2 9 6 4 6 8 ^ ^-v : 

yu*$m&<Dm : &%!ik urn. 2 mg (jW5o%) 

[0 16 6] 

iH-NMR (ppm in DMS0-d6> 

5= 1.29 (s, 9H), 2.37 (s, 3H), 2.45 (s, 2H), 7.42 (d, 2H, J = 8.8 Hz), 
7.70 (dd, 1H, J = 7.8 Hz), 7.89 (d, 2H, J = 8.8 Hz), 8.16 (d, 2H, J = 6 
.9 Hz), 8.51 (s, 1H), 11.46 (bs, 1H). 
LC/MS 

M+ = 434.49 (2.37 min). 
[0 16 7] 

&f&W 1 3 

3-*mmtftN'- (1- (1- (3, -3 

_^ ;l/ _ 5 _^v- i, 5-wvu\£?y-)v-4-j vr» -x-i-fr 

1) s-^Ry^W-^iflN'- (1- (l- (3, 4-V*?-)vy 
i^;v) -3-*f-;v-5-**v- l, 5-ynKnif7'/-;v-4-^Jf 

1 - (i- (3, 4-y>f;V7x-;v) -5-tKn^y-3-^f;v-l 
H-feT7V-;V-4--<^) S > t 3-* h^y*JV^M>XH 

K5yKt*f), -frtft«4 fcWiaiO^rfeHJ: O gmm*i<m&<vmrt®t LT27 
.4 mg (JRsp35%) 

[0 16 8] 
iH-NMR (ppm in DMS0-d6) 

5 = 2.21 (s, 3H), 2.25 (s, 3H), 2.34 (s, 3H), 2.36 (s,3H), 3.92 (s, 3H) 
, 7.14 (d, 1H J = 8.3 Hz), 7.70-7.77 (m, 3H), 8.20 (d, 2H, J = 8.0 Hz), 
8.51 (s, 1H), 11.49 (s, 1H). 
[0 16 9] 

2) 3-*/M**^£A*m N*- (1- (1- (3, 4-^f;V7x^) 
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^pl 2002-296468 ^ ^~ ^ : 75/ 



1) "?&mLtz3-* Y*i/fJfrtf~fr&M&&. N'- (1- (1- (3, 4 
-^Wx-;v) -3-^;v-5-**v-l, S-^Kn^^-^ 

%£f£3tfeO@ff£%£: LT17.2 mg (JRSg 68%) #/c 0 

[0 17 0] 
1H-NMR (ppm in DMS0-d6) 

<5 = 2.21 (s, 3H), 2.25 (s, 3H), 2.36 (s, 3H), 2.45 (s, 3H), 7.14 (d, 1H 
, J = 8.5 Hz), 7.68-7.77 (m, 3H), 8.15-8.20 (m,2H), 8.19 (d, 1H, J = 7. 
2 Hz), 8.50(s, 1H). 
LC/MS 

M+ = 406. 43 (2. 03 min) . 
[0 17 1] 

&jm 14-92 

^i ;:$c-caTo^t^Lfd^oi^ um, f^> S.^L 

C/MSi:± 2 m^Tfi-to 

[0 17 2] 

[ft 8] 



[0 17 3] 

e 9 V->HH»#: (V) ^If^KyvK (VI) * ©**Jfc-CDM 
F> EtOH, DMSO*^»*K»»L80~100 , C-t?lra«di^t/io 

[0 17 4] 
1*1 9] 
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I2i 







R8 Rll 


urn 


mk 




14 


Q 


Ph 3-N0?-Ph 


37.6% 




379. 38 




fi9 


4-t-Bu-Ph 3-N0?-Ph 


58. 1% 




435.48 


16 


I 

J. 


Ph 2-OH-Ph 


24. 7% i 




350. 38 




o 


Ph 4-OH-Ph 


65. 1% : 




350. 38 


1R 


oo 


Ph 3-0H-2-Naphthyl 


59.2% 




400.44 


1Q 




Ph 2,4-(0H)2-Ph 


41.1% 




366.38 




A 


Ph 3,4-(0H)?-Ph 


43.9% 




366. 38 


91 




Ph 2-N09-Ph 


67.5% 


Hi Hi 13 


379. 38 


99 


60 


Ph 4-N0?-Ph 
i ii ^ 


53.4% 




379. 38 


91 


61 


4_t-Bu-Ph 2-0H-Ph 


29.4% 




406.48 


24 


63 


4_t_Bu-Ph 4-OH-Ph 


24. 1% 




406.48 


2R 


119 

x x u 


4- t-Bu-Ph 3-0H-2-Naphthy 1 


11.0% 




456. 54 


26 


65 


4-t-Bu-Ph 2,4-(0H)2-Ph 


27.5% 




422.48 


27 


64 


4-t-Bu-Ph 3,4-(0H)2-Ph 


40.2% 




422.48 


28 


120 


4-t-Bu-Ph 2-N02-Ph 


51.4% 




435.48 


9Q 


121 

Xt-i X 


4-t-Bu-Ph 4-N02-Ph 


49.9% 




435.48 




370 


4-CF3-Ph 2-OH-Ph 


48.5% 




418.37 




37? 
of ct 


4-CF3-Ph 4-OH-Ph 


60.0% 




418.37 


32 


428 


4-CF 3 -Ph 3-0H-2-Naphthyl 8.2% 




468.43 


33 


374 


4-CF 3 -Ph 2,4-(0H)2-Ph 3.1% 




434. 37 


34 


373 


4-CF 3 -Ph 3,4-(0H) 2 -Ph 73.2% 




434. 37 


35 


429 


4-CF 3 -Ph 2-N0 2 -Ph 


68.8% 




447. 37 


36 


378 


4-CF 3 -Ph 3-N0 2 -Ph 


64.2% 




447. 37 


37 


430 


4-CF 3 -Ph 4-N02-Ph 


60. 1% 




447. 37 
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38 249 4-I-Ph 2-OH-Ph 22.9% fTfe@# 476.27 

39 251 4-I-Ph 4-OH-Ph 36.6% T&li'feS'fc 476.27 

40 306 4-I-Ph 3-0H-2-Naphthyl 46.5% 526.33 

41 252 4-I-Ph 3,4-(0H) 2 -Ph 52.5% 492.27 

42 307 4-I-Ph 2-N0 2 -Ph 43.3% 505.27 

43 257 4-I-Ph 3-N02-Ph 51.4% H'feS'ffc 505.27 

44 308 4-I-Ph 4-N02-Ph 27.6% jf-fe@# 505.27 

45 309 3-CF 3 -Ph 2-OH-Ph 69.4% 418.37 

46 311 3-CF 3 -Ph 4-OH-Ph 25.7% tm&Mfa 418.37 

47 367 3-CF 3 -Ph 3-OH-2-Naphthyl 54.3% i&ITfeH'ffc 468.43 

48 313 3-CF 3 -Ph 2,4-(0H) 2 -Ph 13.2% 434.37 

49 312 3-CF 3 -Ph 3,4-(0H) 2 -Ph 57.3% 434.37 

50 368 3-CF 3 -Ph 2-N0 2 -Ph 53.9% UfrfeS'fc 447.37 

51 317 3-CF 3 -Ph 3-N0 2 -Ph 57.4% 447.37 

52 369 3-CF 3 -Ph 4-N0 2 -Ph 32.2% 447.37 

53 124 3,4-Me 2 -Ph 2-OH-Ph 52.2% $aftfe@# 378.43 

54 126 3,4-Me 2 -Ph 4-OH-Ph 66.2% v&*feH# 378.43 

55 182 3,4-Me 2 -Ph 3-0H-2-Naphthyl 65.9% ifcitfelS^ 428.49 

56 128 3,4-Me 2 -Ph 2,4-(0H) 2 -Ph 43.0% 394.43 

57 127 3,4-Me 2 -Ph 3,4-(0H) 2 -Ph 40.4% 394.43 

58 183 3,4-Me 2 -Ph 2-N0 2 -Ph 67.9% #sltfe@4fc 407.43 

59 132 3,4-Me 2 -Ph 3-N0 2 -Ph 50.8% 407.43 

60 184 3,4-Me 2 -Ph 4-N0 2 -Ph 67.1% 407.43 

61 187 3,4-Cl 2 -Ph 2-OH-Ph 45.6% i£ftfe@# 419.27 

62 189 3,4-Cl 2 -Ph 4-OH-Ph 63.7% ?&frfe@# 419.27 

63 244 3,4-Cl 2 -Ph 3-0H-2-Naphthyl 51.1% 469.33 

64 191 3,4-Cl 2 -Ph 2,4-(0H) 2 -Ph 17.0% «rfe@#: 435.27 

65 190 3,4-Cl 2 -Ph 3,4-(0H) 2 -Ph 66.1% 435.27 

66 245 3,4-Cl 2 -Ph 2-N0 2 -Ph 67.4% 448.27 
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67 195 3,4-Cl 2 -Ph 3-N0 2 -Ph 64.5% 448.27 

68 246 3,4-Cl2-Ph 4-N02-Ph 51.1% 448.27 

69 72 4-t-Bu-Ph 4-NH2~Ph 74.8% ftgft&Bft 405.53 

70 71 4-t-Bu-Ph 3-NH 2 -Ph 48.7% ^feWfeHtt 405.53 

71 122 4-t-Bu-Ph 4-CF 3 -Ph 69.1% 458.49 

72 123 4-t-Bu-Ph 4-t-Bu-Ph 77.9% ^feS^ 446.63 

73 135 3,4-Me2-Ph 4-NH 2 -Ph 92.7% 377.48 

74 134 3,4-Me 2 -Ph 3-NH 2 -Ph 61.1% 377.48 

75 185 3,4-Me 2 -Ph 4-CF 3 -Ph 67.7% 430.44 

76 186 3,4-Me2-Ph 4-t-Bu-Ph 66.8% Wm&mfc 418.58 

77 198 3,4-Cl2-Ph 4-NH2"Ph 51.2% U&mfc 418.32 

78 197 3,4-Cl 2 -Ph 3-NH 2 -Ph 69.7% 418.32 

79 247 3,4-Cl 2 -Ph 4-CF 3 -Ph 69.6% Yi^t-feEH* 471.28 

80 248 3,4-Cl 2 -Ph 4-t-Bu-Ph 79.8% Y&fefc'feS'fc 459.42 

81 62 4-t-Bu-Ph 3-0H-Ph 72.3% Y&Htfel3# 406.53 

82 125 3,4-Me 2 -Ph 3-0H-Ph 42.0% Y»fe@^ 378.48 

83 188 3,4-Cl 2 -Ph 3-0H-Ph 89.0% 419.32 

84 944 3-N02-Ph 3-N02~Ph 58% m>&Mfo 424.57 

85 947 2-Py 3-N0 2 -Ph 63% Wm&Mfe 380.36 

86 945 3-N0 2 -Ph 2,4-(0H) 2 -Ph 43% 411.37 

87 948 2-Py 2,4-(0H) 2 -Ph 66% Y&Hrfe@# 367.36 

88 946 3-N0 2 -Ph 4-t-Bu-Ph 25% 435.48 

89 319 3-CF 3 -Ph 3-NH 2 -Ph 74% Y<»fe®# 417.38 

90 320 3-CF 3 -Ph 4-NH 2 -Ph 82% flJl-feHlfc 417.38 

91 380 4-CF 3 -Ph 3-NH2~Ph 69% ^'feS'fc 417.38 

92 381 4-CF 3 -Ph 4-NH2-Ph 72% Yi»fe@l£ 417.38 



[0 17 5] 

£-Jj£0!l 9 3 
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2> 4-vt: Kn^y^iff N' - (1- (3, 4-^^7x-JV) -3 
-tKr/K (4fc£*024) O^fiSt 

D i— (3, 4-v7f;V7x-^) -5-tFn^y-3-^f^-lH- 

1_ (3, 4-y^f^7x^v) -3-^f^-3-^57r/-5-i> 
1. 86 g (9. 1 6mmol) ^iv^f^^T5F3. 6raU«U 
^T^vmibVVl. 0 2ml (11. Ommol) £ 2 0 JSJ^T-C^o < *) ^ 

int^o l»m i o orr^fWMU ^^flia^ ^^ fc * K * 

7fc3 0ml K&V>*f e £<&B6Mcl 0ml K 1 0 m 1 «rffi 

o-C*»Ufc. 1 8l*IMHfL*fllJUH«*t**^ 7X2 0m 1 

■cftJML «J» Lfc - *Mi«> B »»* l . 0 3 g (JR^ 4 9 %) 

[0 17 6] 

iH-NMR (ppm in l^anW) 

5 = 2. 29 (s, 3H) , 2. 32 (s, 3H) , 2. 43 (s> 3H) . 7. 
2 0 (d. 1H, J=8Hz) , 7. 4 8 (dd, lHJ=8Hz> 2Hz) ,7. 5 4 (d 
„ 1 H> J=2Hz) . 9 . 6 0 (s, 1 H) 
[0 17 7] 

2) 2, 4-i?fcKn^ftA«N'-[l - (3, 

_ 3 _>^;V-5-**V-l, 5-n Knii 0 9V-;V-4->f VfV-^f 

1) "C'fr&Lfcl — (3, -5-tKn*->-3-> 
l H-tf 9V-^/-4-* ;v#T;Vt*^ K4 6 mg (0.2mmol) t 2 ^ 4 
-ytKD^ K7vK3 4mg (0. 20mmol) ^;-;Hmltf 

;V 1 m K ^y-;HmlfI»Lf:^ BW«*53mg (W70% 

) T»fco 

[0 17 8] 
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LC/MS 

M+=3 8 0. 4 0 (2. 7 7min) 
[0 17 9] 

##^J&M 1 (WO 0 1/3 4 5 8 5 <r)%M®\ 4 ) 

5 _ (4-#A,#*^>yijrv) -3-[ (1- 13, 4-^f*7xS 
;V j _ 5 _ tF n^i/-3-^f;l'-lH-t:7 > /-^-4-'f;^fV>) T 
5 / ]-2-ft^fVf77 1 J v?>-4-^> 

D i— (3, 4->^fiV7x^) -5-tKn^ry-3-^f^-lH- 

t? ^ V- ;v- 4-2/ ;vsK7 >VT*fc FO-a-^ 

1— (3, -3-^f-^-3-tf^y; >-5-*^ 

1. 86 g (9. 1 6mmol) «y^W^7U*3. 6mlC»*U 
^T**^tt<ky>l. 02ml (11. Ommol) 5:2 0iWt^<^ 

7fc3 0m 1 icftv^o CORl.Tkl 0ml fc'^f^A75 K 1 0 m 1 

omifc, a#»«t*i 8«Fiw«#b*fffiu/i@^!»*?>am. 7K2 omi 

•CftJMI. t»bfcfc£**»OBtt%*rl. 0 3 g 0K*4 9%) T*«M6B 

[0 18 0] 

iH-NMR (ppm in t^no^W) 

5 = 2. 29 (s. 3H) > 2. 32 (s. 3H) , 2. 43 (s. 3H) > 7. 
2 0 (d, 1H> J=8Hz) . 7. 4 8 (ddU lH.J=8Hz, 2Hz),7. 5 4 (d 
, 1 H> J=2Hz) . 9 . 6 0 ( s , 1 H) 
[0 18 1] 

2) 5 _ (4-*>u^3/^Wijr» -3-[ (1- 13, 

^ - ;V | _ 5 Kn^ri/-3-^f;V-lH-lf7^V-4-^ 

) 7 ; 2 f-t^f Vf 7V*'J - 4 - t ><D^i 

1) -e&l&Ltzl— (3, 4-^Wx-;i/) -5-tKn^>-3-^ 
^l,- ! h-H°9 V-;V- 4 -5&;V^T;Vt*^ K2 3 Omg(lmmol) t 3-T^ 
;n^->148mg (lmmol) ^;-;H 0m 1 CJlBx.t9 6WISt 
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h i*>, ^r/MtU3 3 2mg#^o 

#f,^r/160mg (0. 4 4 4mmol). ^'Jy>4mg, 4-**5 
6 6 m g , $IH 6m g a^20ml <&*#*F«t 

o JfrSHk *fffi l^SBIlt ^>jI t > ;vx> 3 m 1 Srfx-f ^ 3 m 1 «t 
4£fc-Cj|feim»*2 3. 3mg#fco at^/-^^ 11 ^^ 
«^«fCft»-r*ifct?B»»*l 6. 5mg#fc OR* 7. 5%) o 

[0 18 2] 
1H-NMR (ppm in DMS0-d6) 

^ = 2 . 10-2. 40 (sX3. 9H) , 7. 18 (d, lH,J=8Hz) ,7.6 
3 (d, lHJ=8Hz) , 7. 6 7 (s, 1H) , 7. 8 4 (d> 2H.J=8Hz) . 
8. 0 3 (d. 2HJ=8Hz) , 8. 10 (d. 2H, J=8Hz) . 8. 2 0 (s. 1 
H) 

LC/MS 

M+=4 9 3. 0 (3. 3 3min) 
[0 18 3] 

2 (WO 01/34585 <D%ffiM 5 ) 
5- {Z-mm^sOVVTy) -3-[ (1- 13, 
;V j _ 5 _ t:K n^v'-3-^fiV-lH-lf7 > /-;v-4-'f;^fV» T 

5y]-2-ft^yf7v 4 'j^>-4-t> 

#t^l«2) •C^jSUftt>^'f5>16 0mg (0. 4 4 4mmol) 
„ Mr/4mg, 3 - 1 6 6 m g^ f If 16 m g t h ^ 

m 1 X^x-f^ 3 m 1 Tfttt * i 3 8 . 5 m g (JR*18% 

) 

[0 18 4] 

iH-NMR (ppm in DMSO-de) 
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5 = 2. 00-2. 30 (sX3> 9H), 7. 18 (cU 1H, J=8Hz) . 7. 

6 4 (cU 1H, J-8Hz) , 7. 6 8 (s, 1H) , 7. 7 3 (U 1H. J=8Hz) 
.7.97 (d, 2H, J=8Hz) . 8. 06 ( s > 1 H) > 8. 08 (d, 1H> J= 
8Hz) > 8. 2 3 (d. 2H, J=8Hz) 

LC/MS 

M+= 4 9 3. 0 ( 3 . 3 2 min) 
[0 18 5] 

##^$#8 3 (WO 01/34585 <D$mM 2 ) 

3 _ (3-^^'>7x^) - 1 -[ (1- (3, 4-^Wx-/l/) 
- 5 — Kn^y-3-^f^-lH-H°7V-;i'-4— f 

1) i-T^y-3- (3-*mv7x-;v) -2-ft^v^5r/'Jv 

3_^ vf t'>T^-f^if^l7 9mg (lmmol) J:^V^nk>xf 
2 1 (3mmol) £ 8 m 1 <D u u * 9 VfcJnxJH$U 
t K^yVftfxf ;Vx^f^Sl 5 5mg (lmmol) &;&n;i"C96H#P^'S. 

^•esflifflb^r«wi***>*t:> ^ ov^s^n&tt^ > v ^Tfc^^fc^i- 
)v : ®^m= 190:10:0. 8^s^**ihix.t, we»*t^»w«:*g*t 

ftfci%g«»*55. 7mg (IR$2 2%) t#/Co 

[0 18 6] 
1H-NMR (ppm in DMS0-d6) 

5 = 4. 4 4 (s, 2H) . 5. 4 6 (s. 2H) > 7. 5 7 (dd, 1H. J=8Hz 
,J=1.5Hz) ,7.63 (t.lH. J=8Hz) .7.90 (s, 1H) , 7. 9 9 (d 
> 1H> J=8Hz) 
LC/MS 

M+ = 2 5 1 . 30 (0. 59 min) . 
[0 18 7] 
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2 ) 3 _ ( 3 -*^v7x-;V) - 1 -[ (1- (3, 4-^^f^7x- 
;V ) _5_b - iH-tf7 > /-Jl'-4-^>>V^^VV) T 

^V^^/'Jy>-4-iV50mg (0. 2mmol) t ##£-J&M 1^1) "C^-Jfe 
L ^, 1 _ ( 3> 4-yVWx-;V) -5-tKD^rV-3->f^-lH- 
k ?^ v ^;V_4-^;V^r;V'7 :? t K5 5mg(0.22mnol)£J-*>'-1'l OmlS 

[0 18 8] 

iH-NMR (ppm in DMS0-d6) 

a = 2. 24 (s> 3H) > 2. 27 (s> 3H) > 2. 38 (s, 3H) , 4. 
7 4 (s, 2H) .7.21 (cU 1H, J=8Hz) , 7. 4 0-7. 8 0 (m, 4 
H) , 7. 9 5 (s. 1H) .8.02 (d> 1H> J=8Hz) .8.14 (s. 1H 

) 

LC/MS 

M+= 463. 51 (2. 77 min) . 
[0 18 9] 

4 (WO01/34585 <7>^«0 3 ) 
3- ( 4 -*;v^v7x-;v) (1- (3, 4-y^f^7x-^) 

-2-f-^-^v-f ^ ^/ i ;> ? >-4-^-> 

X ) 1 _ T 5y_ 3 _ ( 4 -2-ft^rV^5r/'Jy 

>-4-^>^^ 

4 _ /fyf tm-^if^l7 9rag (lmmol) t^VT'nlfJUf 

;V7r/5 2 3// 1 (3mmol) £ 8m 1 O^DD> * >K;&n;U§#U 

t F7^;ifxf ;vxxf 5 5mg (lmmol) *ijnx.T96B^^Mia 
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;v : ^=i 90:10:0. 8oS#»***nx.r, #£*uW?#$>£f£^L 

fetil*9M»«:132m (JR^ 5 3 %) #^0 

[0 19 0] 
iH-NMR (ppm in DMS0-d6) 

* = 4. 4 6 (s, 2H) > 5. 4 7 (s. 2H) > 7. 4 6 (d, 2H, J=8Hz) 
, 8. 04 (d, 2H, J=8Hz) 

LC/MS 

M+ = 2 5 1 . 26 (0. 95 min) . 
[0 19 1] 

2) 3 _ ( 4 _^^y 7 x-;V) - 1 -[ (1- (3, 

;v) _5_n Kn ilr^/ - 3 - > f ^- 1 H- If 7 4 - f V >) 7 

±151) X^J&Lfzl-T^;-3- (4-*mV7x-;V) - 2 -7-* 

* V -f 5 *V V v y - 4 - * y 5 0 m g (0. 2mmol) t ##^J&M KOI) 
Lf , 1 _(3 > 4 _^f;v7x^V) -5-tKn^rV-3-^f^-lH- 
t f^y»- ; i / _4_^;V^r;i'7 : *V: K5 5mg(0.22mmol)£^^-^l 0 m 1 25. 

lf^ifc-e@65tl^ffeTOi:Lt8 7mg (J»85%) T'#^o 

[0 19 2] 
iH-NMR (ppm in DMS0-d6> 

,5 = 2. 24 (s. 3H) , 2. 27 (s. 3H) > 2. 50 (s. 3H) > 4. 7 
5 (s. 2H) ,7.21 (d, 1H, J=8Rz) . 7. 4 0-7. 7 0 (m, 4H 
) , 8. 0 8 (d, 2H. J=8.8Hz) , 8. 14 (brs. 1H) 
LC/MS 

M+=463. 51 (2. 76 min) . 
[0 19 3] 

[0 19 4] 
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[ft 9] 



•ff&ffJl «k^2E3) -^tf5!j2«bM*J66J tt-^3C{t'&^123) C^ffl4«blo4*ni8) 





^fHl3tfbt=rf&137) -gr^«qi4«b^9) ^ffll5«b^t?J69) ^$16tfb^l) 




BfaWmfbl3&3) £j£ffill8«b«&i&58) ^-^19((b^55) ^«20tfb^4) 

6 6 u 6 6 



[0 19 5] 
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[iti o] 

^W21((t*&69) al£ftf22tfba*JSO) ME«H23((btrt»ei) &&&2M<t<l&tt) 

6 i> to ^ 

^j£<H25tffc34&ll9) Mffltttibett**) tWS«2Ttfb«tt«4> T^flfcStfb-eSnSO) 

^ 4 ^ ^ 

If, tF, CF, 



0jaW37t{b^J4SO) «ET^38((b^249) ^039tfbs4&25l) ^ffij40({b^306) 
H 



^ 




[0 19 6] 
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Mb 1 1 1 

^0J41«b^2S2J -S^W42({t^307J ^iH4S«t^2S7) ^j£0ij44tfb£4S3O8) 



«A<N45(4tMS09) MflMCIbMsii) *Jfcffl47(fo34»367> ■»&«43<{b*«SlSJ 

'^Q ^ ^ 

**«49«fc*ttS12) «MH50l<te«S6d ^««51«t^317)^«52tfb^369) 

•^q xPip ^cl 

^^53(^-^24) MSHM(lbMia6) ^{«55({b-B^182)^M5$«b-&«m28) 

^ ^ ^ 



N0 2 



[0 19 7] 
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Hfcl 2] 

^ &Cl ^ ^ 



-& J S & Q„ 



^^73«t^l35) ■&^74«fc-^lS4) £j&f«75tft*4?n85) ^W76({fc^l86) 
««77Ut*ttl9» ^ff]78«fc^l97) ««79({bd«24TJ ***«>(flsft«248) 

^ ^"p ^ 



CI 



[0 19 81 
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Hbl 3] 

-&fife«8iab^62) •S^82C{fco»l2S) •&jSffl83({fc1?4*ne&) *J*fH$4({bs*m4> 

^ &p 
6 -0 ij-" ^ <->^ 

^dL tPV 

^ffij89«b^!)319) ^f&ffl90tfbT=rf?JS20> ^=fc&)dltfbM?J3S0) ^W92Ub^S8l) 




^W9S«b-ff132024) 

[0 19 9] 

^1 hn>#'xf> (TPO) 

^f&^b^-C**^^ 5 6 <Dik&® 12 8) © h n Zstftfx.?-> ( 

TPO) V^^-Jc^te*. t b6JfiL^M*UT7/EP0-mp 1 SrffiV*TfI£Lfc 

o 

[0 2 0 0] 

(i) mmjsnmm 

«1*UT7/EP0-m p 1 it/b®b<Ojjfe (J. Biol. C h e m, 2 7 2 : 7 2 
59-7263 (1997) ) cytomegalovirus"/*^— 9 — WHTt- 

tt h hoy^fxfyv-h^- (c-mp 1) S&SfcSH*-*-*'***'-** > 

em#i«i*uT7/EPo Km\Ltz&fci&m$mfflJ!m-?$>*), hn>*wv 

KJB«FUTii»Rie*^*ro >^£i^&&UT7/EP0*»i h n >***x 

f^l«tt^^$^v> 0 ±|5 2mo«(il 0%«L?# (TRACE SCIENTIFIC 
) ^^"tflMDM^M (GIBC0) CO 2 ^ >^^-9- ( 5 %C02> 3 7 r) £ 
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[0 2 0 1] 

(2) wmK£&fflmmm<omfe 

k i o %*tomz'£trwmmzmm u 100^1 &&g&Jtiiffl 9 

6?t7 > v _ h (CORNING) tC^L/Co Sfcfc^ SlJ^DMS0^^^?t^^J5 6 
<Dft&yd(it&® i 2 8) * i o % ^ikm Z^tsiMmmib K X 1 0 0#ftttL;fc& 
. ±IBIM&«»*fc 2 0 /i lfo»Uo 3WMMHI«CQ2>f > 

(5%C0 2 , 3 7*C) tfi:t4H^tUo «Hlfittl«[tt*^^> 
(J. Immunological Methods, 65155 
-6 3 (1 9 8 3)) nmCTSOSbfeo -T 10j« 1 tf> 5 m g 
/ml MnKiS (SIGMA) fcflliraU 3 7Xl\ l ZX4mmmM.LfZo ikfol-tz** 
7fyfef^#?tifc i)l5 0/il<7)^ v^a/v 0 . 1N-HC l $g$8LK: 
•C»#Lfe^ 9 6^^D7 , Wh'J-^- (BI0-RAD> M450) »T5 
5 Onm<^«bteJK*S05febfeo UT7/EP0-mp 1 Iffll!&*ffiv>fcl$<0*§*£l2 1 L- 
fc 0 1^7" * -^mLTv*&v>UT7/EP0«£ffi^fc 

[0 2 0 2] 

*»Wfl:#«-C**^ja«5 6^fc-6* (M»12 8) ©>DV##xf'/l/ 
fc^-S/^/HSBMStt*, <b (Blood, 87:4552-456 

0 (1 9 9 6) ) ^C"Cffl05cL^o t: h SjfQ.^«*UT7/EP0-m p 1 «rPBS"e 

3 mm&&, mmmst** 9 x 1 0 5 «/mi tftii^io (trace s 

CIENTIFIC) *^tfIMDM^* (GIBCO) fcJRHU C0 2 -f V^r-x^-?- ( 5 %C0 2 
, 3 7*C) (fCT 1 8l*lll*ttfeo *WB««»2 m 1 (7X 1 0 
HJfr»R3 0 n g/m 1 o bn V^^y*&v»*iSUj^DMS0*^»L^« 
Sl^g/ml^^56^M Wfc^l2 8) fci^U 3 7t)i:Tl 
~ 1 5 SMlDffiLfc^ 1 • 4ml <OTM/*v 77- C20mM Tris-HCl (pH7.4 

), 150mM NaCl, ImM EDTA, 1% Triton X-100, ImM PMSF, ImM Na3V04, l/400^r 
JfR Protease inhibitor cocktail (SIGMA)] KXmffiVtto »8Mfc*r»'M&. ± 
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»*#«'>^>I^BjtUM^-r*«aft^-f-*a;# Canti-STAT3 (SANTA CRUZ 
BIOTECHNOLOGY) , anti-STAT5A (UPSTATE BIOTECHNOLOGY) ] Wotr/G 
^770^ (PHARMACIA) *ffiv>Tfc«it»Lfco 
M 777 -t -c^tt U SDS*° 'J ;VT S K$* /U«5tifcl& ( 7 . 5 96) 

$M§Lfco £fr£lOOV, 1 «FMO*fr^rPVDFil (ATTO, 0. 2 m) HIE 
apU 7;V*V7^77^- fe*=Sr^L^';>m<fcf-av>^ (RC2 0, 
TRANSDUCTION LABORATORIES) *fflv»Tfn-»'J >aMk$^I6RS:«fli t 
Tto 15 0/* g/m 1 <7)NBT (BIO-RAD) 3 0 0// g/m 1 £>BCIP ( 

BIO-RAD) ^m^tz 0 *<0*fr*£f&3^fc^-r o 
[0 2 0 3] 
[*2 0] 
f£3^ 



DMSO 


5 6 (Dit^-m 




STAT 3 — 


+ 


+ 


STAT 5 A — 


+ 


+ 



[0 2 0 4] 

HI 1 Icjf Lfc i ? h n y tftfzc?- >jS^tt^H&*UT7/EP0-m p 1 <DmM&& 
5 6 <Dft&® Ut&m 12 8) K£t) jM0EffWfc0Ejt3 *tfco i2i:^L 
J: 9 ^b^^ilBiBJia^^^^inV/EPO^ii^^ii^^S.^^^ 
^ofco m±Ojfe*J: 0 > *&m<0&$M 5 6 {Ab&m 12 8) tt h o 

y y.v*-79 - K&m&J Kim U *oflH*fe-fa«fc Ltf < 

[0 2 0 5] 

i3^l^J:9^ 5 6 tfMfc^tf (ft-fr^ 12 8) <7)$ijm 

lciV)STAT3. STAT 5 AO V >®tf b&MI&l Z*l2> Z ttfWbfr t%-otZo Z<DV 




ffiSBRF 2003-3102441 



^5>I 2002-296468 ^ • 92/ 

[0 2 0 6] 

ajflL**BJfi«E0T7/EP0-mp 1 <DH96&* 100% t Ltz t £ Oft£*©***BJft*** 
^ (Efficacy) Stffl* <7)^tf^*^«ii?a^50%<7)^M^ : l:-^^^ / f^t/ 
iftJSt (EC50) ^jBf*Sr»4^^^. 
[0 2 0 7] 
[*2 1] 
314^ 



Efficacy EC50 
No. 00 (ng/ml) 



1 


7 4 


7. 4 


2 


8 9 


6. 3 


3 


8 2 


1 5 


4 


5 3 


1 5 


5 


8 6 


3. 4 


6 


6 4 


7. 4 


7 


9 9 


2. 2 


8 


5 2 


3 1 


9 


9 0 


5. 1 


1 0 


7 8 


2 0 


1 1 


8 3 


2. 0 


1 2 


10 0 


7 6 


1 3 


9 9 


2 8 0 


1 4 


9 1 


7 2 



ffiiE# 2003-3102441 



rgMm 2 0 0 2 - 



2 9 6 4 6 8 



I 93/ 



1 5 
1 6 
1 7 
1 8 

1 9 

2 0 
2 1 
2 2 
2 3 
2 4 
2 5 
2 6 
2 7 
2 8 

2 9 

3 0 
3 1 
3 2 
3 3 
3 4 
3 5 
3 6 
3 7 
3 8 

3 9 

4 0 
4 1 
4 2 
4 3 



1 0 9 
5 8 

7 3 
9 4 

1 0 0 
9 1 
3 9 
5 0 

1 2 9 

8 9 

5 4 
7 8 
7 5 

9 9 

6 7 
10 6 

6 3 
9 0 
9 6 
9 9 
9 9 
9 7 

6 3 
9 3 
9 7 
3 7 

115 

7 1 

8 7 



2 3 

6 1 

7 9 
5 5 

1 4 

3 8 
2 9 0 

1 9 0 

2 8 

7. 2 

2 0 0 

2. 9 
5. 6 

3 7 
2 3 0 

1 9 

5. 2 

3 7 
1. 1 
5. 2 

3 4 

5 9 

1 4 0 
3 6 

2 8 

2 5 0 

3 2 
2 5 0 

8 3 
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^tm 2 0 0 2 
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4 4 


2 6 


2 5 0 


4 5 


7 4 


3 0 


4 6 


8 2 


1 5 


4 7 


4 8 


19 0 


4 8 


6 2 


8. 0 


4 9 


6 2 


9. 1 


5 0 


8 9 


3 7 


5 1 


7 3 


3 3 


5 2 


2 2 


12 0 


5 3 


12 0 


1 2 


5 4 


6 1 


7. 5 


5 5 


5 3 


2 2 0 


5 6 


9 6 


1. 1 


5 7 


9 7 


5. 9 


5 8 


110 


3 2 


5 9 


8 2 


2 4 


6 0 


6 2 


1 0 0 


6 1 


9 1 


2 9 


6 2 


5 7 


6. 4 


6 3 


2 1 


19 0 


6 4 


7 4 


7. 7 


fi 5 


7 0 


8. 9 


6 6 


13 3 


3 3 


6 7 


8 0 


3 3 


6 8 


2 6 


2 10 


6 y 


ft Q 


5 7 


7 0 


8 7 


2 3 


7 1 


8 9 


6 9 


7 2 


8 8 


7 5 
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7 ^ 


8 4 


1 0 


7 4 


7 7 


2 5 


7 R 


8 9 


6 3 


7 


7 9 


4 6 


7 7 


7 8 


5. 1 


7 R 
( o 


6 9 


1 5 


7 Q 


8 1 


16 0 


o u 


7 1 


6 4 0 


R 1 


8 4 


7. 2 


R 9 


8 4 


2 6 


R ^ 


7 8 


6. 1 


ft 4 

o f* 


10 9 


13 0 


O \J 


10 5 


2 1 


R 7 


7 1 


6 0 0 


R R 


7 0 


13 0 


Q Q 


6 8 


3 9 


9 0 


n a 
I D 


2 1 


9 1 


8 1 


2 4 


9 2 


8 2 


5. 5 


9 3 


8 4 


4. 3 



1 7 

2 12 
##^^J 3 7 
##^J&#U 4 6 7 



[0 2 0 8] 

!£M4 

WJl^:fot> ^<0^5 6 (ft^l2 8) ?Mfc^t/t* 
? 7 > If - ^ A (Smithkl ine Beecham Corp) i *9 $ tt"C v> * *j# 
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^<7)S^<2rF?S-5r#W001-34585-^^|fim^ > fk^% (##^^J 1 ~ 4 ) £t£^ Lfc 

[0 2 0 9] 

«#J£I 1 

^ (2) -e^^tL^^t? lOmg 
%m 7 0 0 m g 

2 7 4mg 

HPC-L 1 6mg 

1 0 0 Omg 

^Hfc Kn^^'/ntf^-b^n-^ (HPC-L) ^iJJlU i6t£ 

(#LttlLM ?L#0.5~lmm) LfcflU »fc*fcl£*«tt«r«&.* 

(12/60^^^-3-) -ctiifau«*fc#J*^*o 

[0 2 10] 

2 

^ 5£ (2) 1*&Zii2>4\&9J lOmg 
?L$g 7 9 m g 

u-V7s9-*f- lOmg 

1 0 Omg 

5£ (2) t?^£ft&fl:^$&2:?UBS& 60^ 7v^?)^Jv>[:Ito =r->**- 
^fcl 2 0 * yyaO^^^lcito £*L<bfc*x7V ^nv^A^Vl 
i^T?l^-T^o KHStkl 0 0mg*5t**9f >*^*^**t* 
[0 2 11] 
3 
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5$ (2) -C^tL&fl:^ 1 5mg 

?L$g 9 0 m g 

42mg 

HPC-L 3mec 

1 5 0m g 

5$; (2) ^£*LMfc£*i:?Lfi£6 0^ ;> va^^*v^:lf 0 

KlSttSEfc Kn^y^nifK^D-^ (HPC-L) ;Jc$#ifc*$&;bnU ilffc 

L^flk, *aft-t-*o w^tt^taftWK^stt^sv* (12/60^ -7 -citjaL 

S@KU ^15 0mg£4W^^>#^>> l/ ^:fcK1-&o 
10 2 12] 
4 

&T<0 Jfc# * * * ft*"* - * o 

^ 5£ (2) ■e*$*L*ft'frW lOmg 
fttf 9 0 m g 

3 Omg 

CMC-Na 1 

1 5 Omg 

* (2) t?*S;fc*ft^fc«fc^J^* n -*- OK-NaCfr 
;i/*te;l/n-x t b 'J ^ At) * 6 0 > f >>a^Sv>i:IU m^1"&o 

L15 0mg«Wo 
[0 2 13] 

Wffltt 5 

5£ (2) -e^$*t*^» 1 0 Omg 

t&ftl&Jffia^l'-te V K 1 0 0 0 m i 
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[0 2 14] 
[HI] 

*3&W*MrtlK'frJfc« 5 6 2 8) K£*UT7/EPa-mp l#fflfl&<ai#*fiK 

[02] 

*»M:**r('frjR«5 6 :flS#Wl 2 8) |cJ:4UI7/EP0«aoiia[^«i-*» 
[0 3] 

5 6 : ib^% 128) fcasfrWH&fr* mm^&m 1 ~ 
4) ni^in7/EPo-mp 1 mm<n*£teKft-? > mm^m^rwm^tz 
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06 
^ 05 
<§ 04 
J£? 03 
O 02 
< 01 



^1 



2002-296468 



1/E 



S£S*<$i]1 l.Un/EPO-mplJfflfia) 



— TPO 



001 



01 1 10 



100 



[H2] 



waflh cun/EPoiaiis) 



06 



! 04 
\ 03 



001 



• TPO 



10 100 1000 10000 



[S3] 



w&m cun/EPo-mpiJffl^ 




001 0.1 1 10 100 

j^JE(ng/ml» 
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mvt^m * ( 2 ) 

Mfci] 



R 



H J* 

rf>o H 



R8|±C6-l87 , U-^*Xtt^y^*** 1 *^ R9{i - C l-6 

r ;v * -7 $ frfc c i_ 3 r * * t± c 6 _i 8 r v - * 
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